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1 ~3 OT^+ync*^»K*i/»*<»*Lfc 2 -#7M-:*.> 
i^A/^jgp* H>, 7yPr + y*;kf-;P7;i,+;i/i(^07^*^i LTifc 
*» 1 - 3 ©7;U*;l/*tt5 feOf * h*v/*7t/;i-;^,U>*-,K 2 -> 

yU^^/K 2-xh + i/*^f-;Hf; k 3 h + j\,tf-j]szfu bVM? 

R 2 33<kJ>*R 3 <Z>m%-£rto+tttzfv t°jU£7a t";u N 7f-JV£7^jv^ 7=f-j\, 

ArlC^T7 l J-^i{±7xx;K 2 - 7 U 

7xxy^<|?jL^ 0 '\fn7'J-;l/i{i, 3 - f U i> ;K 4- 
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3~8 0y^D7/i/+/H^ i o^; 7 ^+;i-7 ^ 
*:£;U* / f;i/7 $ >\ i^/ur^y. rot'^7;;, y^n^Df^ ; y x 

^ntVK ^V^ne^ ^ V^7l^c£^&i ~ 5 ©iI:jal£/c(25^• 

ii&:t*Ty^*;^£t>L< i2->*ayufc?;K ^?a^;k ->*n^>^,w -> 

* a -\ * > ,u t£ £<om%& 3 - 8 o •> * n t a> * jum* zMtfti zm-Zfzitm 

, J ' xfA ' 75 ^ N-xf^-N-^A7;A N - -> * n^v* ->,u - n - > 
S 7 ^i'iWbft^o T;Un^->T;U + yl/£{2^^» 1 ~ 4 cdt^*^ 



1 7 



WO 98/29397 



PCT/JP97/04782 
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5ft St 3 ~ 8 <D is ? a TJU*Jlsmfr ZMtitl* ^{iJttt Z> Tfr*)^* 2 -o 
2-^yW;;xf;K 2- (N - .x^A/ - N - y ^;i/T ^ J ) 

C*i£>©g&g£T V -;K -n^dt U -A^ffl^^-g-Tt A r t LTii 2. 
4. 6-h^f;l/7 I -;k 2 - > ^A- 4 - ^ v ^ n \£j]/y x jwK 2, 6- 
^/f^-4--fV^bl:;l/7i-;k, 2, 6 - -J / ^ju- 4 - V / =J-j\,T x J 
7*.—JU^ 2, 6-^^f;b-4-^DD7x-;W 5 - 7-bfA/f-t7 z 
2--fA\ 5 V^o fA-^*? x >- 2 - ;K 2, 4. 6-h'J>?-A>e 
Ui?>-3--r;K 2, 4. 6- b Vjt**\£V * V>-5--(JW&£ L<. 
#{C2, 4. 6 - h »j ^ f^7xi;K 2, 6-v?yf^-4-'fV7'Df;l/7 
*— 2, 4. 6 - K U y ^A-f 'J y- 3 --f A % 2. 4. 6 - h 'j jt 
bT'J 5 -S >- 5 -fAMffS LUo 

R 4 , R 5 . R 6 fcitfR' tcfe^T> ^□y>i«7,^, **** 
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7" , J>i'foM2~5 07;i'*; -Y 7 V -jutuy i 
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t* 5 -^-/K 4-b''j; 5-fJ; v^;K t: 3 i^-jU^^-t 0 7 

>*<SSlL/-c^SS: 1 ~~5<DTJl'*Jl<m&7ikL. fciAif^no^^K i; ^ n 

v * Tfrtit'tmifbti&o t Ko^->7;^;l/i(it Ko*->^f;K 2 - fc 
Kn + ->xf;K 3-t Ka + ->^P eyU*&X& 1 ~ 5 CDT/l/*^g{C7fc8?£ 

&'l ~4 07;b3 + y^Lfct(D^L >h + ->^^yK 2 - y h*->Ji 

~ 5 OtiJ /-Ji^titt7;^;HfcL < li->^n^ D fcf,K •> * □ 
r^-vu, ->?n^>^,K ^Q^*WPtt£©^ffc3~8©S^07Vl^l/ 

tztz.122 ^-)VT x J x-=f-)\,^ 3 -J =f-)VT X J -fa hVU, Z-^^jVTl 
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tz£A.tf2 --J/ =f-)VT x J 2- (N-xf;l,-N-^ W;;) ^ 

1 9 



WO 98/29397 



PCT/JP97/04782 



rahVK -fvr^/K ^2«y^/K »3*^yK 

* *JU^ 2, 2, 2 - h ij 7;^nxf A/ii-cDJ; ^ 1 ~ 3 ©7^*;1/ 
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i o^o^yj^/i'T 5 yS^to .i?7^7 i y £{iy x. 
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>*A:ttc:nt,©ff*o«^»ii) 7oti:i oeri 

■fife 2 : — j&xt ( I ) (Dfc&QKD&tittm 

/K ^d7'J-;k 7**71^*-??* sfl^tett. (5) 



WO 98/29397 



PCT/JP97AM782 




tizitsmt— «xc (6) 



H 



,R 3 



(6) 



#fe-^{±fffe<i:i^^-eafeSo ) 
*s >J9^ hi/ TjcK'ft:^ h'J-7A, 
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O 




(16) 



WO 98/29397 



PCT/JP97/04782 



o 




J 



T?*Stl*fl:^«*» 5o $t>{C— jRSC (17) ®<fkg-«ff&X£tt#4K (jn.^ /_ 
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*<7k*T*«-tta; (11) Oft^*;l/A7; 1 0 0^ 2 5 0 <C 

"CI -2 4l^Fa1^oCitCj;oT^>5Cc!:*<7?§5o 

(12) ©^»tt«jttf»03firtticJ:-, T ^jjf lfftfto 
— fi^xC (1 1) ^ Y&jt*fU % ^*>W£<D7As*JUT?ijoZfc-&V!llzMl,^ 

mm&m u&m-h v <y a. mst.± hi^a, 7K»-ft^- fu-ja, ^®?^ y ^ a n 

—«5t (18) 
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M^&l 5 0°C{ci~3 0^BB«octlcj:oT(fx.-5o T**A,**4t&m 

Ioa^»«« 7 0«CTM~2 4B*fflR«*ffofca{CT^* 

;Wfc«* (3*ft>*;K a^fbif^K SUtsrAtm *RJS*H*Ltt^* 

:tibOffsois^) ct, % sj^j! 7 o°cti~2 4^riaifrffl*-a-s^ 

£{r i^TfUSo *^x^*-;Mbfiiii!§tex;l/*^Wbi£I5S (p-hv!/jc> 
^*i^n5-f K, n 5* h\ h ') 7 o y > x;U 

f) y ^®77 u m*- k y * Att^oa^ttaafctfaEffc. sa^m 

Ltt^fcfll (h^i>, fh7tKD77>, ig-fby^b^ *->u 

>*fc«cn^©ffiitoa^*a^) 1 5 o°c«ci~2 4i^ra«o 

C <£ iz J: 0 fyx. 5 o 

(5) -f&jS: (l) o^ttJi, (1 3) ©{b^^iBUie-i®^ (6) CD 

fh5tKD7 '^ vstju*juat i Kn ^y ?•;^x;^** 
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(2) K«;a;2lc*5^T-*« (2 1) Tf**ns^««JKTlc^-r^ftjcj: 

l^>^) *fc{i«5»a-??M^& 1 5 O^CJC 1—2 4 Bffig&o C £ tc J; K)%Z>tl 
1= 1 B#R8^ £ 1 SPbI^O C £ IC «fc <5 -j&iC (24) 



■PH$ft5M1!5iL < *3C (2 4) <Dil&m*tr o n iTitx*-/l/, 

^ncuTBM ^;u^tMM^t>jD«ljtMT, 1-2 4B*BB#oci:T?— «3S (2 

i) -ei$n4ft^^i-So 

(3) lC*H>T—tt3C (2 2) T*$ttSfl;A-«Jtt— «3C (2 1) CD-fb 
— j&xt (13) <D<l&®&&i£-t- S^TS6 (4) iPI^lO^T. 

(4) KJ63S2 lC*>H>T-«« (2 3) T^ft-Mb^te. (22) t 
&3tt«4k£4&*ffirK— tt£ (6) ©te^l&Sfctt^oIMJinttfcEJSfcML 
tti^MPMt (i^y -yl/ N y ? j f !>7tKn77^ i&ittTlsy^ 
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h * a n *^tt*«M ( h if-zi/Ts 

A-T $ y/D t'/l/i^/I/T * » *CD#£T* 1 7 0 tic 1 - 

(5) R^^2 {Cfe^X— iftiC (1) R 1 ^T^3 + i/ N 7;>, T;t/*A> 
ftHB, — /&3£ (2 3) «>LtfT^3-^ Tyun^ - K TS 

K Tk^b^-HU^A. tt^t^tfctta-fh^- h y ^ a. Tkss-fb^- h y 55 

ah A/ AT i h\ >*i> % *> f h5t KP7 5>, «Mfc;< 1/ > % 7k. 

iM^;i/xA-**-> K30 -2 0°C;&>£ 1 9 ott-s^^ti-iciiaoT 

7j& 8 : -AftiS ( 1 ) <ZHfc^«5CD^jifc7jj£ 

(1) R' #b Ko + ->T^*yi/-eab«<b^«J«JEiTlw^-r75r^|c 

SfciSl t?^L*:-«35 (11) ^£,-«5£ (l) <Dfc*tt**jifc*-«2rS6 

(i) <o-it©Ki6£ % (14) *fc{i-T-jttsc (is) -casnsftAfc 

Oftah>*}<C— J&xC (25) 
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T-O-U-C-L < 25 > 
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o o 

T-O-U-C-O-C-U-O-T (26) 
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Ztz-mx (2 7) O^^Jl^Tc^^rSfCcto-Cfc^SCi^-Cr^So 
-text (2 4) <D<b£&£--«5t (2 5) £^ti-j&xS; (2 6) O-fk^iiS 

y->^u>. fwu^^ f y j? >^ L < lien 6 
©M©zg£&&) tfi % 6 1 7 otic 1-2 4^«oCii:J:^ -«* 



"e^^n^^b^-^^fi^o — j&it; (2 8) (Dittemzm^umm (r-t? h— h y 
*->u> N y .>^ u>N try y>^feL< ttcne.©flE* 

+TfE*ftU>, **5/*4l:y > % SSEK. -'5 h,Ui>x,u 

*>»*tlt^4 1 7 0tT?l~2 4M«oCil:J:(), -Hft^ (2 9) 
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#fc8 - 1 : -text ( 1 ) <D{t&ta<Do*>* MA' (2) -5 4fc 
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(1) (3 0) 0^4»«r*Stt»ilt (-rh^fc Ko75>, gfl:^ 

k^ji> n try ^ >^feL< i±utib0ffitos^s«) — «3c on® 

Sf^HJtfA, ^if.^'J^A^) JfcliftlS (F'jxf^7;>, *J4V? 
a e;l/if^7 * fcf 'J >30 cD^ftT L < lil^ST, M~ 170«C 
iz l ~ 2 4 ^F5«o C iJcj; 5. — #*5£ (32) (Dit&Vl&'&Zo 

(2) (32) ©^4»**att*i« (fh7tFD77>, mtsru 

-f 5 h\ n-t-o^^sk $ Kx n-3- h'=>^f&-f i h\ mm. mm, 
-mi* *m&t o~ 1 7 o-cjc 1 -2 4 MRociici^ o 3) 

(3) (3 3) ©fl:£m*KJ63Cl OxC (12)^^(1) 3r»*SJC<!: 

mmofcfc&vjy,^ — j&js (34) ©ft£«r*»s 0 

(4) -«;5£ (3 4) ©{t^«B*«Stt»«C (fh7bh'o75>, VMS*- Is 
^nn*;l,A, 1 . 2 - is 9 a uz.? 8*Bt. ?X^f & L < it Ztl £©ffiS 

<DM-£?mm) <K Am. —mtavm. N-^an^^^lS^' h\ N_y nt 
3"^^»-f 5. h\ N-3 - K3/%^»>f ~ K^OAoyWfcttJJi o~l 7 0t 
<C1~2 4B*|ffl«-o;:£lcj:»K — ttSC (1) ©-ffc£4»© -5 5. B*A' j0<3£ ( 2 ) 

^8 - 2 : -8*55 (1 ) OftAlfcO^, ^A* (2) *fl:£®©£- 

(1) -J&S; (3 3) ©<ft£tl£iti!§tt&& (Th5tKa75X mtS*\s 
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{C 1-2 4 B*|BI«o C i ICi »J x (3 5) <DH&to&mZ 0 
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(2) -/git (11) O-fk^tti-jRxt (4) O^fti©* -y >^Si6* 
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*>0IC-«3S (2 5) *fctt-«SC (2 6) OflnM»*«H-CfirV^ -«S* (3 
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4 3 ) vnt&mo&mjjm 




R° (42) 



N- 
H 

(6) 
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-*5* (4 2) ©ft£tNC*fU &$>JScD-&i$; (6) 
Th7tKD77>, ^>-tf>, h*i> % *->u^ i?yf^twK7> 

.>^A«p) tfciifSSS (h'Jx^7i>, y^V^o' 

fctitf 1 0 o^^^tsciia^ (4 3) izmmztiat-ir 
xmi 4 : -*ss; civ) ic*^rjamT«**i<5*d*<n«tt^if**-tta 

(4 4) (Dit^tD^fH^m 




c^+, #te-t(iHijie<ti5igT*6o ) 

I^O*Sft5^«li, (4 3) KJiOaaFtlS-ft^tt*. SHSfc-i* 

^-^ (1 : 3 0) 0«MjK4i75~l 2B#IHJDJ»ita-r^^ 
* (4 3) lC«k»)**n4ft^**Oli05-2 0%. L< (* 1 0 

><3 (10%) tl -/t^Ut^U^ ««a*-eRj6**s 

1 5 : — *^ (42) <D£-/&7jj£ 

4 1 
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— «3C (4 2) ©^fci 
Ig 1 



NH 




NCCHaCN 




(45) 



(4 5) <Dlt&®t2 - t KD*->->^n^t; V0SMio^>f 
>*5^lih^x>S$|:p - H*i>*A/* De an-S t a r 

IS2 



V o o 

II 0 1 

R'-C-L or R'-C-O— C-R'' 
( 47 ) (4S) 




NHCOR 



Cry}--- 




4 2 
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(i) -MX. (5 0) i:*5lUR''m*;K ^u7f+;K T V 
-*55 (4 6) CDit&®t-&2Z (4 7) (4 8) <D4l&Qi£& 

M^tmm (Tbzth -^DD^^ ?DP*^ ^>-tf> N 

*««*M«iLTfflV»T, -1 0-1 5 Or. if H<li 0-8 0°CT'K 
fi5$-a--SCi{C«fc*9 N ( 4 g) (Dit&mWZtlZo 

K^x; (4 9) ®ftafc*tt7k»tt*-e, ii^ 2 o~i 5 or. if* 
L<(i8 »~13 0ti:Mt5cii:i^ (5 0) ©<t***»&ft 

(i i) (5 0) «wfe{tSR' *<7K*-e*S-ft^«5CD^^jS 

R' '*<**T?**-*55 (5 0) Oft^fttt. (4 6) <Dit^t¥m 

i^5 0-1 5 or. »*L<ttM«flt-l»Kjes-tt-scilcj:0*j«-r < 5 ; ii 

Xj§3 

o ci 

-NH ~~ 
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*Y>imt 5 0~l 5 0°C, *F£ L<temm&mT'5L&ZitZ>Z.£iZJ:0-f& 
^(4 2) 

-tia^-ftictoTw^nsft^tt^aifcifctt^Moiti tram-*-** 

<> " tr ' > ^ ) K*»U JIYbJcXtt. SSSL Bt» £ 
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mmm. icu (m^mmi femm4t<Dmm&mmt lt mm* iz^^i* 

So 

mmm, m&m. mmm. m&m. m&M. zumxt') , nmm. mmmm 
m t£ t- 1 m& l xm * n z mmm^^mncoysmizvt o xsnmn l xm z n s 
mm. tiy^jum. m&m. nm, ®mm, &mm. &m 

au -r # -m *> * i > tiffed <£ t'vmmxm n^^tz □ *j ic&j*-?- 3 c £ a< 

7 " h-;k vyU^h-yK f*xh7^ n->x^-f^<i^ 

&t&*k mmftiam, mm^mm. z\,^*£Lmm£t*<Dimn 
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3 0 Omg/A/B, *F*L<ttO. l~i 0 Omg/A/Bg^^, 
SdWlctilfcT. WMft. ®ftft-£tzltm.mft^#)G. 0 1-5 Omg/A/B^ 
*F*L< ttO. 0 1 ~i Oms/A/Ba^$ftSC±i&<a* Lt>» 

mn^atm 1 




&7R? a^-,u I8 2g, Sg®?^- K V »> A 2 5 0 0 g 2 . 4 1 fc!B» U 
M-e»L<*»-r* 0 CCIC2-3-K-3 -^;UT^U yig»Jg2 6 0 g 
6 9 OmlH»*il>ifojB^ ol>tt Kn + ^7iy*»«2 1 6 
g ^ M5 » KJ6**in**U «»T 5 So ^ on 

*- SIM{C7X^TSffiK 7 5 0 ml £7J0X. 8 0 °C-C? 1 0 ^5- 
25fe^LT7 - 3- K— 4 ^7UYlt^> 1 0 0 g£?#/c 0 
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'H-NMR (DMSO-d, ) : 5=2. 3 9 ( 3 H. s) . 6. 7 0(1 
H. d), 7. 76 (1 H, d), 10. 93 (1 H, b r) 0 




7 -3- k- 4 **^v*> 6 0 h U *A 3 6 0 m IK 

LT, 2 -T 5 y - 3 - 3- K- 6 ****** 2 5 * 

'H-NMR (DMSO-d. ) : 5=2. 2 8 ( 3 H, s) , 6. 2 9 Cl 
H. d) , 7. 5 8 (1 H. d) „ 

m&en&m 3 



o 

o 



2_T " y ~ 5 -^ DD - 3 -3- K^i.#lf 7 5gOMi 3 SOmlg 

V^D t '^x-r;^U 6-^do-8-3- K-2-^*- 4 H-3, 

'H-NMR (CDCI3 ) :5= 2 . 5 1 ( 3 H. s), 8. 13 ( 1 H. 
d) . 8. 2 4 ( 1 H. d) 0 
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O 




I 



6-^on-8- 3 -F-2 -STfr- 4 H - 3. 1 — >- 4 _ 
*>5 2 g(Dl 1 %7>^T-i*y-,t/5 0 OrallS^Mf 4 5#fS| 

4 (3H) -*^/'jy>4 2g^ifc 0 

'H-NMR CDMSO-d. ) : 5=2. 3 7 ( 3 H. s) , 8. 0 0 (1 
H. d), 8. 33 (1H. d), 12. 5 0 (1H, br) 0 

mn&j&m 5 



CI 




6-#nn-8-3-K-2-^^-< (3H) -*^/'J/>3 7gW 

e^T^n-^jD^., #BL*:l*»*jt*LT4. 6 - i? * □ a - 8 - 3 - K- 

4 8 
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'H-NMR (DMSO-d 6 ) : 6 = 2 . 7 8 (3H, s). 8. 26 (I 
H, s) , 8. 6 7 (l H. d) o 

mm&j&m 6 



4, 6-v ! ?nn-8-3-F-2-> f- J\s •}- V V > 4 . 5 g^x^;-;p 
6 0 m lClTgfPU CC(CN-y^;l/-N-ifyl/7i>6. 4ml^rin^^ 0 

'/ y > 4 .. i g ^jfttttti Lt»fc„ 

'H-NMR (CDC l 3 ) :5=0. 96 ( 3 H. t, J = 7. 3 Hz). 
I- 3 1 (3H, t, J = 6. 7 Hz), 1. 3 7 ( 2 H, m) . 1. 7 1 (2 
H, m) , 2. 62 (3H, s), 3. 58 ( 2 H, t. J=7. 8 H z ) , 3. 
67 (2H. dd. J=14. 2Hz, 7. 3Hz). 7. 79 ( 1 H. d. J = 
2. 0 Hz) , 8. 17 (1 H, d, J= 1. 9 Hz) „ 





4 9 
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4. 6-^^Da-8-3-K-2->mt , /'J>2. 3g&x-?J-j], 
5 0ml iz&mL. :ii:hX>J -^>2. 0 m 1 £JDX. So KJS3fc*l IfrROftiNt 

6-^nn-8-3-K-2-y^>fl/-4-h*^U^y+^^/i;>9 5 Omg^ 

'H-NMR (CDC 1 3 ) : 6= 1 . 7 6 ( 6 H. m) , 2. 6 8 (3 H, 
s). 3. 65 (4H. m) . 7. 79 (1H. d), 8. 20 ( 1 H, d) 0 

mn&f$.ffl 8 



4, 6--;^nD-8-3-K-2-^f;b + t>/'J>l. 0 g * i> * yU* 
;U7 ' K Cl 0ml) izmML, CCi;N-^^D7'of;Mf;l/-N-yD 

THS!!LT\ 6-?ao-4- (N - •> ^ n^a f;l/> - N-^d hVl-7 ; 
- 8 -3 - K- 2 */y >9 3 OmgeWi LTSfc. 

'H-NMR (CDC 1 3 ) :<5 = 0. 27 ( 2 H. dd) , 0. 60 ( 2 H. 
Q) . 0. 96 (3H. t) . 1. 18 (1H. m) . 1. 78 ( 2 H, m) , 
2. 6 5 (3H. s) . 3. 5 4 (2 H, d), 3. 6 9 ( 2 H, t), 7. 9 
0 ( 1 H. s), 8. 20 (1H. s) 0 

mn&f&w 9 




5 o 
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CI 




4, 6-^od-8-3-f-2-^w/'jvi. og*-;^m 

^A7; Kl Dmli:SML, C C JC N ->*C> N - 7" d tVUT 5 > 1 . 2 

g^in^ST? l 4Krr B 1^-r5o KJC&£-Sfcg?^/i,-eS&f?SU 2 ieis^ 

?)\st>3 Ata-r hf^yj --etSLt, 4- (N > i^yb- N- fcf;l> 
T~y) - 6-?dd-8-3-F- 2 *-;l/*^'/>; > 9 0 5 m g^^^ 0 
'H-NMR (CDC 1 , ) : 5=0. 92 (3H. t. J = 7. 3 Hz) . 
1. 8 1 (2 H. m) , 2. 6 6 ( 3 H. s) . 3. 5 7 ( 2 H, t, J = 6. 
8Hz). 4. 92 (2H. s). 7. 35 ( 5 H, m) . 7. 80 ( 1 H, s). 
8. 19 (1H, s) o 
MMOLW 1 0 



4. 6-^dd-8-3-F-2-^W/'JW. DB*?^f^* 
^AT ^ K3 0 m 1 IC^ft?U 'J V2 8 Omg. 2 




o 



5 1 
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>J ; *7-/'; > 6 0 0 m g^ffc, »iS 1 5 2 - 1 5 S t 
1 1 



4 . 6 - : J>> no- 8 - a- K- 2 ^yix+^-VU > 1 . Og^i?^w 
yi/AT ^ K 3 0ml JC&ggU C ClCt'X ( 2 - > h * i/jn^U) 7; >4 3 0 
mg. mSL-h 'J*A8 2 0 mg^M8 0 3 UflE^S. SCI^SIfx 

&fc^ v^o bVUi-^^-gygEi^^-es^S^n 1 ^. 4 -fx (2-y 

v-jl^AO 7;;-6-?nD-8-3-F-2-^;l/+t'/iJ>l. 0 2g 

'H-NMR (CDC 1 » ) : 6=2. 65 ( 3 H. s), 3. 37 (6H. 
m) , 3. 73 (4H, t. J = 5. 5Hz), 3. 88 ( 4 H. t, J = 5. 
5Hz), 8. 18 (1H. s). 8. 32 (1H. s)o 

wftericfli 1 2 
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4. 6 - no- 8 -3- K- 2 - jt ^JV*i->/t) y \ . Og^i?>m 

yPAT ; F2 0ml izmmt, ZZlZJ^f-jUT i 1 . 2 tfi&Jj y *j 

H¥jV1j3 A?u^ h?3 7 4 -TrfiTSJU 6 no- 4 + $ y - 8 - 
3- K-2 -y*-A/**-«/y >7 4 Omar£r»»£LTlifco 1 5 7 - 1 6 
0 t 

H*4£-J&#l 1 3 



Z0mli:»*U Cdlc^o^UT* >0. 9 2 m 1 *in>LiD»«aET-e 1 ■» 

97 * -"P»»L, 6-?dd-4 - ^xf^T - y- 8- 3- K- 2 - > 
**'/y >9 0 Omg^SiLTI/:, »A5 5 - 6 0 t 
1 4 





5 3 
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-^-■r-yUTgfe^Lx 8-3— K- 2, 5-v?^f;l/-4H-3, 1 * 

'H-NMR (DMSO-di ) : 5 = 2 . 38 (3H. s), 2. 63 (3 

H. s) . 7. 1 5 ( 1 H, d) . 8. 2 2 (1 H. d) . 
m&&SJLW 1 5 



8-3— K- 2. 5 - iSS 4 H- 3 , 1 - «*C > V > - 4 - > 

2 1 go 1 1 %T>*^T-i? y -;i/5 0 0 m 1 iS«^lS-e3 0 #R3«# 

!5^$ii-So C C JCg£&*7 'J 0 A 7 . 4 gS-jQn*. 1 0 0 «CT? 2 0 #|HHU£*--S 0 - 

»KU 7kT*$t&-?2> 0 m§k&&M'&8 -3- K- 2, 5-v^^;l/-4 (3H) 
**'/U y > 1 2 

'H-NMR (DM SO-d, ) : 5=2. 33 (3H, s), 2. 6 9(3 
H. s) , 6. 96 (1H. d) . 8. I 1 (1H, d). 12. 18 ( 1 H. 
b r) o 

mm^ffcm 1 6 
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I 



8-3-K-2. 5-i^^;U-4 (3H) -^7-'/'j;>4g^>f>l 
0 0mlC»^U CZ.lzS.mtV > 6. 1 g £;tax..5o £JS^£iu»iggrF 1 

m i £Ad*.£ sic i . 5 mmtjamMmTmft-fZo K^^ss-e^u 

57 w -T^aULT, 4- (N-^;l/-N-xfyl/7i;) - 8- 3— K - 2, 
5 - * A, + > 4 gZWtZo 

'H-NMR (CDC 1 , ) : 5 = 0. 80 (3H. t. J = 7. 3Hz), 

1. 0 9 (3H, t. 7. 3Hz), 1. 1 7 (2H, m) . 1. 4 8 ( 2 H, 

m) . 2. 62 (3H, s). 2. 66 ( 3 H. s). 3. 20 (2H. m) . 

3. 80 (2H. m) . 6. 89 ( 1 H, d. J = 7. 8Hz), 8. 07 (1 
H, d. J = 7. 8Hz) 0 

mn&!$.m 1 1 



o 




I 



2-7W-3-3-K$Ifl6. 7 2 0>mjm&LA 0m 1 1 . 5 1$ 

5 5 



WO 98/29397 



PCT/JP97/04782 



-T-As-eftfrL, 8 -3- K- 2 A H- 3, 1 -OV^^-9--^>- 4 - 
*>5. 3 gZmtZo 

'H-NMR (CDCh) : 6=2. 5 2 (3H, s) , 7. 2 2(1 H, 
t) . 8. I 7 (1 H, d) , 8. 2 9 (1 H. d) o 

mm&jim i 8 



8 - 3 - K - 2 -/TjV- 4 H - 3. 1 + 4 5. ■ 3 

1 1 %T>^-^T-i^y-^5 0 0 ml !5S^^m^-C9 0#E,1«#*-£ o 
i*KXL*:|£il3. 5g*i^-;^fLfcI, > 7 $ KfC@SJ 

C: fC^gf^ USA 1 . 7 g£rflD;t 1 0 0t:T* 1 ^PbIS^So 

^igj^L^i;*5oorai4:i^<' 0 ^mx'^Ltz^ mmzmm 

U 7k-e^^So £fH£S£&&8 -3- K- 2 - y 4 (3H) 

y ^ > 3. o s^mz 0 

'H-NMR (CDC 1 , ) : 6= 2. 3 8 (3 H. s) . 7. 2 0 ( 1 H. 
t). 8. 07 (1H, d) , 8. 30 (1H, d). 12. 39 ( 1 H. br) 0 

m&4ti&m i 9 



o 





5 6 
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8 -3- K-2-y^;l/-4 (3H) - D g m->M'J 
>2 Om 1 !c?gft?-r<5o CCCEM'JW 7 0 m gZtDZ-tjommMT 2 mm» 

•So *§t>ft£g|S£j^y -/U6 0 m 1 (cjg;&>U CCKN-rf-yU-N-Ji*- 
^7 i > 1 . 4ml *flo*.. Jntt«*T 2 B#J|j!ig#-r S 0 KJC5&*M&l£-e?#2i)] 

«fiE9*SL M^r^y^y-yU^^A^D-^ h^5 7^--e*tas{LT4 - (N- 
y^/P-N-i^yi/T 5 /) -8 -3- k- 2 -y*-***-»/y > 9 4 0 mg* 

'H-NMR (CDC 1 , ) : 5=0. 9 7 ( 3 H. t) , 1. 3 4-1. 3 

8 (5H. m) . 1. 75 (2H. m) . 2. 66 ( 3 H. s), 3. 62 (2 

H. t) , 3. 7 0 (2H. dd). 7. 0 3 ( 1 H. t). 7. 8 2 ( 1 H, 
d) , 8. 2 3 (1 H, d) o 

mft&i&m 2 0 




I 



8 -3- K-2, 5 4 (3 H) -#••*-'/'; J >4 g£^>-tf> 1 

0 0ml izmML. Z Z KSSUfc y y 5 . 7 g^M5. £fS5fc£;to&«srF 1 

£•> 'J 1*9 ov h^77^ --el&SaLT, 4 - *od-8 -3 - K- 

2, S-^ymt'/'J^SOOmg^Ufc. 

'H-NMR (CDCh) : <y=2. 8 7 ( 3 H. s) , 2. 9 7 ( 3 H, 

5 7 
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S) , 



7. 1 7 ( 1 H. d) . 8. 3 2 ( 1 H. d) o 



mn&f&Lmz i 




4 -^dd-8-3- K-2, 5 
t>;i/A7; K2 OmllC^L, C 



{Cb*X (2 - > h*'>JL?-JU) 7; >4 3 



T8-3-K-2, 5 f-A,- 4 -fX (2-> h + A,) TiV+t 

'H-NMR (CDC I, ) : 5=2. 6 6 ( 6 H, s) . 3. 19 ( 6 H. 
s) . 3. 4 5 (6 H, m) , 4. 0 7 ( 2 H. m) , 6. 9 2 ( 1 H, d) , 
8. 0 9 ( I H, d) o 

mm&j&m 2 2 



5-^nn-2-T5y-3-3 - KSAM 2 0 gO^TK^n ft>il 0 



O 
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H- 3. 1 4 -tVl 2 gtmtZo «k£l 2 4 - 1 2 8 °C 

'H-NMR (CDC 1 , ) : <5 = 1. 37 (3 H. t. J = 7. 3Hz), 
2. 7 5 (2H. q, J = 7. 3Hz), 8. 12 (1H, d, J = 2. 5 Hz! 
8. 2 2 (1H. d. J= 1. 9Hz) o 
M*4^gJc^J 2 3 



6 - ^ oo - 2 -i^^- 8— 3 — K— 4H— 3. 1 > >/^-^-(7- >' >- 4 - 
1 2 g£Dl 1 %7>^^7-x;?y-^i 0 0ml iI3ft«tlT4 5 

FlZMffi^itZo z ZlZ&tWtft >J r> A 4. 5 g trim*. 1 0 0 W 4 0 £fa|fij£-r 
£o KJ6&*:M*-e?fraiLfc«l=* 3 5 0 ml4"i;a<*o *»T?t*»WLfcfiL 

V^nfcTyUi--rA/^&|ftt«L, 6 - 9 a a - 2 -jc^,u- 
8 ~ 3 - K-4 (3H) + J W. 8 2 7 1 - 2 7 3 °C 

'H-NMR (DMSO-d 6 ) : 5=1. 26 C 3 H. t. J = 7. 3Hz) 
2. 64 (2H. q. J = 7. 3Hz), 8. 01 (1H, d. J = 2. 5Hz) 
8- 35 (1H, d, J = 2. 5Hz). 12. 5 ( 1 H. br. s) c 
Bim&tiLm 2 4 

CI 

N 
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6 - ? no - 2 -i*vU- 8 - 3 — K - 4 (3H) - + t'/>jy>4 g£* + 
•>^k y > 4 5ml CSI U C C JC£igfl: !l > 2 . 8 g ^fjn*. &Jt&£ 2 

-fvyntVl/x-r;^M> #fifi Lfc*l»*itJR LT 4 . 6 - * n □ - 2 - 

i^,t,_ 8 _=,_ K+^!/y >2. 7 g^?f7to BU&9 3. 1 - 9 5. 3 °C 

'H-NMR (DMSO-d. ) . 6=1. 37 (3H, t, J = 7. 2Hz), 

3. 05 (2H. q, J = 7 .. 4Hz), 8. 24 (1H, d. J = 2. 4Hz). 
8. 8 6 (1 H, d. J = 2. 0Hz) o 
H^^fiJc^ 2 5 



3 0ml JC»fl?U C Z(ZN-zr^;U-N-^^-J^T ;>4 3 Omgifti* 'J 
■7^7 8 0 mg?-MS. 5lS3&£8 0tT2. 5B*Rfl«#L*:fiL M&£Tr# 
iP^-^o MxfHlDi, ; fr«®?-l&fD^7k-e2lHl^^L> *R7k«Bt^" h U 

lr*SSl!LT4- (N-y^;l/-N-xf^7> y) - 6 - * o □ - 2 
8-3- W/'J>1. 2g*tttt*iLT»fc. 

'H-NMR (CDC 1 3 ) :<5=0. 97 ( 3 H, t, J=7. 3Hz), 
1. 31-1. 41 (8H. m) , l. 75 ( 2 H. qd, J = 7. 4. 7. 8 
Hz). 2. 89 (2H, q, J = 7. 8Hz), 3. 58 (2H. t. J = 7. 
8Hz). 3. 67 (2H, q. J = 7. 8Hz). 7. 79 ( 1 H. d. J = 




4. 6-^7DD-2-xf;l/-8-a-K+t'/iJ>l 



0 g&x-9 ./ — ;U 



6 0 
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1. 9Hz) , 8. 17 (1H, d. J=l. 9Hz) 

mm&i&m 1 6 



s 

NH 



s. 

s 

2. 5--;y^,U-3H-^y C3. 4-d] fcTU5y>-4-*>2. 5 

g^h^x^cggu ::c D -v>t«3. Sg«Mi mAli | t8i 

^^♦LT, 2, 5-^f^-3H-fxy [3, 4-d] f'J;^>- 
4 -^*>2. 4 

1 H — NMR (CDC 1, ) : 5=2. 4 2 ( 3 H. s) . 3. 0 8 (3 H, 
s) . 7. 1 7 (1 H, s) , 9. 8 0 (I H. b r) 0 

mn-£rf&m 27 

sch 3 




2. 5-^^-3 H -fx; C3. 4-d] fj i y 4 2. 
4 g*fh7hKn7^ (2 0ml) -1 0*jMMt*>;*A (2 0ml) K 

***i»***T?#fiu ttM«*7ft»-r«. ffJM***!!*?*'**' 
**-C*«Lfcfc***.jtffi»*U 2, 5 -S>y**- 4 
C3. 4-d] e»;$^>2. 2g*»fc 4 

1 H — NMR (CDC1, ) : 5 = 2. 6 2 ( 3 H. s) ,2.66 ( 3 H. 
s) . 3. 0 0 (3H. s) . 7. 3 0 (1 H, s) . 



6 1 
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2. 5 -Vjtf-Af- 4 -**fr.** + 3.J C3, 4-d] t'')ii?>2. 2g 
**isVl/Z 0ml tzm&L, Z Z tZN - y^JV- N - -X?-;U7 i > 1 5 m 1 £ 

* •> * AT?«It5. LT» & tlS a** •> U * y 5 A * p 

T 7 < --em&LT. 4- (N-^^yU-N-i^^T * 7) -2, 5- 

y C3. 4-d] fcry = i?>i. 5 g ^?i/c 0 

'H-NMR (CDC 1 , ) : 5=0. 88 (3H. t, J = 6. 8Hz). 
1. 17 (3H. t. J = 6. 8Hz), 1. 25-1. 31 ( 2 H, m) . 1. 
5 7 C 2 H. m) , 2. 5 0 (3H. s) , 2. 8 3 ( 3 H. s) . 3. 5 3 ( 
2H. t. J = 3. 8), 3. 58 (2H, q, J = 6. 8Hz)', 7. 26 ( 
1 H. s ) o 
Bsm^-J&^J 2 9 



4 - (N-7f^-N-xf;l,7;;) - 2, 5 - i? /• ^ i y [3. 4- 
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m i (Dmm 3 m i ^«^iDx.maT? 3 0 #w« **-r So Rj6»«&*f:air N * 

7^-t»».LT, 4 - (N-y^;P-N-Ji^yi/T i y ) - 2, 

C3, 4-d) ey^>i. ig^i^iusfc, 

'H — NMR (CDC Is ) :<5=0. 86 (3H. t. J = 7. 3Hz), 

1. 18 (3H, t. J = 7. 3 Hz), 1. 2 2 - 1. 3 0 (2 H. m) \ 1. 

5 8 - 1 . 6 2 ( 2 H. m) , 2. 45 ( 3 H. s). 2. 81 (3H, s). 

3. 61 (2H, t, J = 7. 3Hz), 3. 64 (2H. q. J = 7. 3Hz) 0 

mw&i&m 3 o 



2. 5-^^f^-4->fWfx; [3, 4-d) f'J;i?>4. Og 
>^b> (4 0ml) -k'X (2 - y h*->jc^,iO 7; > (25ml) (c 
»APU CCKBHKl m 1 £itl;i2 1 ^(fflJn^jaMT«J^^-'5o RJ6**M* 

y-2, (3, 4-d) fU;^>4. 2g*tt««iLT 

mtz 0 

'H-NMR (CDC 1 , ) : S= 2. 5 0 ( 3 H, s) . 2. 8 5 (3 H, 
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s) . 3. 2 7 (6H, s) , 3. 5 7 (4H. t, J = 7. 3 Hz) , 3. 8 
0 (4 H. t. J = 7. 3 Hz) , 7. 2 8 ( 1 H. s) 0 
H*4£-g£M3 1 



4 - h*X (2 h*.>i^,i,) T ; y _ 2f 5-^f;l,fx; (3, 4- 
dj f'J ;-;>2. 0g^ii2mli:g»L, c C ir-ig-ffca 0 . 4 1 
m 1 cDB^Sf 4 m 1 SMjD^tfif 4 5 #RS?«#ii-S 0 S^jSt^fC^^ ^ 

C3. 4-d] ey$s?>2. Og^giLt^, 

'H-NMR (CDC I i ) :S = 2. 47 ( 3 H. s). 2. 84 ( 3 H, 
s). 3. 23 (6H. s), 3. 59 (4H, t, J = 5. 3Hz), 3. 8 
5 (4 H. t. J = 5. 3 Hz) o 

mw&i&ms 2 
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2 - 7 i ; - 5 - ? an - 3 - 3- K£AM 1 7 g^*;l/A7 5 K 2 0ml 
tC*»U 13 0i>bl5 0tT?2^|8IS»t«. 2 OOmll^ 

r> M&aKRft; 7kii^/-yU-e2fe}^LT6 no- 8 -a- K- 4 (3 

h) y > i 2 s&mtzo 

1 H — NMR (DMSO-d, ) : <5 = 8 . 0 5 ( 1 H, d) . 8. 2 2 (1 
H. s) , 8. 3 9 (1 H. d) , 12. 6 1 ( 1 H. b r) „ 

mm-£f&m3 3 




6-*no-8-3-K-4 (3H) - *±>J tf j > 7 g ->^t V > 3 

0 m l csa U CSM y > 4 . 8 g Ztin^ fia&MMT 4 B#fU!fil#-r So 

.a*a»LT, 4, 6-v?^0D-8-3-K*7-yj>i. 7 g ^ 0 

1 H — NMR (DMSO-d«) : d> = 8 . 32 (1H. d), 8. 75 (1 
H. s) , 9. 2 0 ( 1 H. s) o 

JMm&j&m 3 4 
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4. 6 - no- 8 -3- K+*yU > 1 . 5 g^x^y-/Hcg)SL, C 

cicN-r^yu-N-i^;UT 5 > i. 4 gZtiax.iamamT2 ^pts. 

$/) - 6-^Dn-8-3-KWj>l. 5 g£^fc 0 

' H — NMR (CDCh ) : 6=0. 99 (3 H, t). 1. 35-1. 4 
4 (5 H. m) , 1. 7 8 (2 H, m) , 3. 6 3 ( 2 H, t) , 3. 7 3 (2 
H, q) . 7. 85 (1H. d), 8. 25 ( 1 H. d), 8. 70 ( 1 H, s) 0 

m&-&]&M 3 5 




I 



Z- 3 -F-2-S1-Jl<- 4 (3H) -*t'/'jy>2. 3g^t+->M'J 

7) -8-3- K— 2 -7 + y > l . 8 g*»fc 0 

' H — NMR (CDC l a ) : <5 = 0. 25 (2H. dd). 0. 58 (2H. 
dd) , 0. 9 2 (3H. t. J =7. 4 Hz) . I. 2 6 ( l H. m) . 1. 
78 (2H, m) , 2. 67 ( 3 H, s). 3. 55 ( 2 H, d. J = 6. 4H 
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z) , 3. 70 C2H. t. J = 7. 8Hz), 7. 05 (1H, t , J = 7. 
8Hz), 7. 88 (1H, d, J = 8. 3Hz), 8. 23 ( 1 H. d. J = 
7 . 3 H z ) o 
H**£/£0iJ 3 6 




l 



4 - ?oo — 8-3—K-2 -/ *-;m^/>j yit'x (2 - y h%->i^^) 

/S*4£-/i£#J 3 7 




1 



4 - * n o - 8 - a- K- 2 - jt *Jl>*±Vi) >£i?zfn h'JUT I >*fl!UT 
BSl^fiJcffl. 3 8 
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I 



W-£rf£ffl 6 £|^©£#TKfS£rm^ 4 - i^zr^-JUT - 7- 8- 3-K-2- 
J^*4£-J5£#J 3 9 




2. 5 -SM 4 -y 3-)V**=f-JLj C3. 4-d] fc*U = ^V N N- •> 

TEi6*frV- 4- (N-i'^nynt , ;Mf;i/-N-7 , ne;i/7;y) -2, 
5-i?>f4/fx; [3. 4-d] bT.U $ y>*»«C4i<7?*5, 
JgC*4£rEEW4 0 




4- (N-^^Dynf^fylz-N-ynf^T;;) -2, 5-i?y^;i/ 

O^frTKJS^m^ 4- (N-v/^n7 , D(fJM^-N-7 , Dh , ^7;/) - 
2. 5 -SM 7 -3- K-fxy C3, 4-d] f'J,S y>*»*dt*< 
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S 



s 




Br 



2->f/I/-3H-fxy [3, 4-d].tfU5i^-4-*>l. 0 g 
K2 Orallc^iLs ::i:IlO. 3 2 m 1 <Dfft 5 m 1 IIT 

U 7-7"Dt-2-yf;i/-3H-fx; [3, 4 - d ] t* U * 5> >- 4 
><£>&»§2«5 0 . 8 3g4ifc„ £®fifMM&*MUi>l 5ml{c#*U n- 
v>ttao. 8 2 g«;tn;UnMftTl>»ntt**-S. R***M»cJ , MP«, 
WfiBLfc|ga*atffiL-Cx 7 -Zfa^B- 2 3 Yi-f-^-J [3, 4-d] 
t''J;i?>-4-ft>p. 8 2 g^ifft. 

'H-NMR (CDC 1 , ) :5=2. 52 (3H, s). 8. 45 ( 1 H, 
s) o 

H*4 4 2 



7-7a*-2-^f^-3H-fx; [3. 4-d] f'J;^>-4-ft 
>0. 82g^f h7tKo75>8mli:S»U C c C 1 0 %7k®Hb*7 U * 
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^yU- 4 -/^-/U^^^Jiy [3, 4-d] tf »J 5' > CD ffilt 88487 0 . 73g^ 
»fco d©ffl*tJ84»£^ ->^u>i om lKSS/BU C CtcN-^f-yiz-N-o. 
5 > 4 m 1 ttom&OftWL&jja*.. immMMT 1 7 WflSttti. 

7 -'To*- 4 - (N-7f^-N-xf7l/7i;) - 2 - > 
^yt/^iy [3. 4-d] f'J ;y>0. 6 8 g?-{|fc 0 

'H-NMR (CDC 1 s ) : 5 = 1. 0 0 (3H. t) . 1. 3 7 (3H. 
t) . 1. 4 4 (2H. m) . 1. 7 7 ( 2 H. m) . 2. 6 2 (3H, s) , 
3. 77 (2H. t). 3. 86 (2 H, dd), 7. 88 (1H. s) , 

mn&i&m4 3 



7 - 3 - K- 2 =f-)\>- 4 -> *fc*it*3.j C3. 4-dJ t'') = i?>^ 

O^^TSfE^rrr^ 4- (N — *> ^ d^d t* A- y f-yU— N — 7*o h*7l/T 5. y ) - 
7 - 3 - K- 2 -y T-)\>*3-J [3, 4-d) t''J^>^»5Ci*<fl5o 
H*4^^4 4 




o 
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2-7;;-5-^dd-3-3- K3cJR«fc2 0 g£^>-tr > 3 0 0 ml tc 

Mffc. gftfc 1 4 %T >*-7/z-* J -JV 2 0 0 m 1 ^STF <T ftf£*« 
K U LTx 2-7;y-5-^nD-3-3- K$Iili7 ; K4. 

6 «£»fc 0 . 

'H-NMR (DMSO-d. ) : S = 6 . 67 (2H, br), 7. 43 ( 
1 H. br), 7. 65 (1H. s), 7. 77 ( 1 H. s), 8. 02 ( 1 H. 
br), 

^14^^14 5 



2-7;y-5-?an-3-3- K$If»7 $ K 2 g & ? a a ^SfJi^/U 

ttJR^^-i^y-^jcBaB*^ 7k®?fb^'j^A5 o o m g 1 t i> iz i mrsiam. 

&MT8tW-fZ 0 fcmmZ*lc&L£\ m*M-etploLtzVt. '«i$8RU 6- 
* no- 2, 4 - i?t Ko*i/- 8 -3- K**-'/y > l . 3 g^f#Ar 0 

'H-NMR (DMSO-d. ) : <5 = 7 . 84 ( 1 H, s), 8. 20(1 
H, s) . 9. 7 4 ( 1 H. b r) , 11. 6 4 ( 1 H, b r) „ 

mn&i&mi 6 



o 





7 1 



WO 98/29397 



PCT/JP97/04782 



6-*nn-2, 4 - V t Kn * •> - 8 - 3 - Y*±*/ ') > 1 . 6 g^t^-/ 
* ftlj>10ml { -^« U Sttfl: y > 3 . 4giH (cMdSflftT 3 «RSjf 

(N-^;l/-N-xW;;) -2, 6 --?^dd-8 -3- K + f/ij > 
7 5 0 mg^-^^o 

'H-NMR (CDC1, > : 5=1. 0 1 ( 3 H. t. J =7. 4 Hz) . 
1. 40 (5H. m) , 1. 79 ( 2 H, m) , 3. 65 ( 2 H. t. J = 7. 
8Hz), 3. 75 (2H. d d. J = 7. 3Hz, 14. 1Hz). 7. 83 
( 1 H, s ) , 8. 2 3 ( 1 H, s) o 
mU£rtfiffl 4 7 




I 



4- (N-^^yl/-N-i^yl/T = -2. 6 - 5> * n u - 8 - 3 - K**- 
'/•J > 5 5 0 mg*l 4%7>*-T/i*/-;U4 5ml (CfSU 1 3 0t 

*,\, 7 S ,) _ 6-7DD-8-3- K**"/U >2 4 Omg^fc, 

'H-NMR CCDC 1 , ) : 3 = 0. 98 (3H, t. J = 7. 3 Hz) . 
1. 3 1 (3H. t. J = 6. 8Hz), 1. 3 8 ( 2 H. m) . 1. 7 4 (2 
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H. m) . 3. 54 (2H, t, J = 7. 9Hz). 3. 63 ( 2 H, dd. J 

7. 3 Hz, 14. 2 Hz), 4. 9 4 ( 2 H, br), 7. 7 0 ( 1 H, s) 

8. 0 6 (1 H, s) o 

mm&suM 4 8 



2-7;;-5-)dd-3-3- K£m#& T * K 4 . 8 g i bf </ S> > 1 . 
6 ml* h^x>5 0 m 1 KSggU *»7\ mtT-t h * >T -fe^/u 2 . l m 
1 ' o h vui > 2 0 m 1 &&3r?rF-r 5o RJ63R*M»r5! U 1 ^FalSL ig^T 
t^^7-frf;i.2. lmlOh^i>2 0 m 1 »«£ f 'J y > 2 m I £in*. $ 

n-3-3-K£lf»7i K2. 8 g^/:. 

'H-NMR (DMSO-d, ) .8=2. 09 (3H, s). 4. 57 (2 
H. s) , 7. 50 (1H. br), 7. 53 ( 1 H, s), 7. 67 ( 1 H. 
br), 8. 04 (1H, s), 9. 76 (1H. br) 0 
JMm^M 4 9 




O 




3. 0 git+->M'J > 1. 0 m 1 £7-ir h~ h 1/4,7 0 m 1 fCBSJU in8l 
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7-t?h4-->>f;l/-6-^Dn-8-3-K-4 ( 3 H) -*t , /'j;>2g5 

'H-NMR (DMSO-d, ) : 5=2. 18 (3H, s), 5. 00 (2 
H. s), 8. 04 (1H. s) . 8. 39 ( 1 H, s), 12. 74 ( 1 H. 
b r) o 

ffiU&J&m 5 0 



2-T-feh + i'y. 6-?no-8-3-F-4 (3H) - + t>/'J y > 

2. 0git+yM'J>l OmllCSSL, SI^'J>1. 3 g <h £ *> <Cjn& 

^3-;^bMl{hL, 2 -T4? H + 4 . 6 — i?^nn— 8— 3 — K 

N-i^;UT 5 > 2, 5ml *Jdx. MT? 1 3 B*|U|«t#-r -5 b iSSE^MffTS 

y^-yiz-4- (N-^^yu-N-i^yi/T = y ) - 6-^00-8-3-^7- 
V'J > 8 4 0 mg£?4|*: 0 

'H-NMR (C DC 1 3 ) :5=0. 98 (3H. t. J = 7. 8H2). 
1. 35 (5H, m) , 1. 75 ( 2 H, m) , 2. 27 (3H. s). 3. 5 
8 (2H. t, J = 7. 8Hz), 3. 68 ( 2 H, d d, J = 6. 9Hz), 
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5. 22 (2H, m) . 7. 80 ( 1 H, s), 8. 19 ( 1 H. s)» 

5 1 



6-* on- 2. 4 - : J t Kn + 8 - 3 - K*^ V V > 3 . 6g^t+'> 

tt<ky>i zmiicfiu n, N-yy f^7- y >2. 8 m 1 1 1 h cm 
in^So h y ^ A*»«-??3igi{fe»L^aiR***^- h y •> 

iSBX IT 8 — 3 — K — 2 , 4, 6 - h 'J ^ on+t'/'J >om»S3«J 1 . 8 
»S 0 C£DffiimS5!^I^^^ y -^2 0 m 1 izmmL. :C!:N-'>^D-rn fcf;l/ 

i^LT, 4 - (N-y^n7'Df;Mf/l/-N-7'Df;l/7;/') - 2, 6- 
•J{7 no- 8 -3- K**-/»J > 1 . 4g£^ 0 

'H-NMR (CDC 1 , ) :<5 = 0. 34 ( 2 H, d, J = 4. 8Hz). 

0. 65 (2H, d, J = 8Hz) , 0. 99 ( 3 H, t, J = 7. 6Hz). 

1. 20 (1H. m) , 1. 83 (2H, m) , 3. 58 (2H, d, J = 6. 
4Hz). 3. 74 (2H, t, J = 7. 2Hz), 7. 9 0 ( 1 H. s), 8. 
2 4 ( 1 H, s) o 

mn&f&m 5 2 
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CI 




4- (N-i/^n^nf;Mf;l/-N-^Dt>7;y) -2, 
8-3- K***/U > 1 . 4 g£^ -yl/2 0 m 1 icJgJBU h 'JOA^ h 
+ S/K3 5 Omgti fe{cjD^ilflST4. 5*M&-*-So K«S$lli:»9 

^yU-N-^a f;UT 5 J ) - 2 h + >-8-3 - K+^-'/U > 4 4 0 mg 

'H-NMR (CDC Is ) :<5=0. 27 ( 2 H. d, J = 4. 8Hz). 

0. 62 (2H, d. J = 7. 6Hz), 0. 96 (3H. t, J = 7. 6Hz). 

1. 2 6 (1H, m) , 1. 8 0 ( 2 H. m) . 3. 5 5 ( 2 H, d. J = 6. 
4Hz), 3. 71 (2H, t. J = 7. 6Hz), 4. 08 (3H. s). 7. 
8 7 ( 1 H, s) . 8. 15 ( 1 H. s) o 

MURIUM 5 3 



2-tKn + >"/?nMt/>l 1. 4gt2, 4, 6 - h "J > f ;U7-'J 
VI 3. 5 gOil^^O'O-tr > l 0 0 m 1 fei&iZ.^ p - h A--!. > >® 0 . 




CN 
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1 g *flo A* Dean-Stark *»»*S*S!i *9 tttfT 2 iMIIftJftmft L 

J —JlsTJifefr LT 2-7;y-4, 5, 6, 7-f h7^WKn-l - (2, 4. 
6 - h U y fA7xiA) - 1 H--f > K-/U- 3 -rt^jJ-Ci FU;H 7 g-£& 

'H — NMR (CDC 1 j ) 5=1. 7 3 (m, 4 H) . 1. 9 6 (m. 2 H) , 
1. 97 (s, 6H), 2. 33 (s, 3 H) , 2. 50 (m. 2 H) , 3. 7 
1 (brs, 2H), 6. 97 (s, 2H)o 

mu&j&m 5 4 



W**£-J5fcfl| 5 3 T-»t>ft7t 2 -T i y - 4 , 5, 6, 7 - f b 5 ^ -f K o - 1 - 
(2, 4, 6 - h V /• =f-)V7 *—JU) - 1 > K-;U- 3 -^JUtf— h 'J JU 

l6gOy^nn^>io Omlj|«lc*^Ti:T, h*'J^>i 0ml i^-fb 
T-tef-^4. 7 g^-JnxfCo '*6ii*?&T7 5 B*lffliI#Lrt:8L &&&&&& 

h Al?tej»Lfc«. ttlBLT. 2 -T4r^7bT 5 7-4. 5. 6, 7- 
f hWKn-i- (2, 4, 6 - MJyf^7x-;l/) — I H — 4 > F—J\/ — 

'H-NMR CCDC 1 3 ) <5 = 1 . 7 7 (m, 4 H) . 1. 9 2 (s, 6 H) . 
1. 95 (s, 3H). 2. 03 (m, 2 H) , 2. 32 (s. 3 H) , 2. 6 




CN 



NHCOCH, 



7 7 



v 
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1 (m, 2 H) , 6. 43 (brs. 1 H) , 6. 94 (s, 2 H) „ 

mn&i&m 5 5 



11*4^-^^15 4 T*'®Z?tLtz 2 -T+z + frTX J- 4, 5, 6, 7--rh5'W 
Ko-l- (2, 4, 6 - h U ^ - 1 H--f > K-A>- 3 -t>Jl< 

X—bVA'l 5g^8 5X'J>13 0ml ciSL, i 3 o Vizmm Ltzi&im<P 
■^3 OftmHaMLtZo Kj&B£-«$fe4l!fc. *7kKl&g\ £ n nr */l/A-7j}fcfcb L 

5, 6, 7, 8-fh7/W Kn-2->f;l/-9 - (2. 4, 6-h!>>fA 
7 *— — 9 H — fcT y $ K [ 4 . 5 -b] > K-^- 4 ( 3 H) 9. 
2 2 ***»felH#£LTSfc. 

'H — NMR (CDC la ) 5=1. 81 (m, 4H). 1. 88 (s, 6H). 
2. 09 (m, 2H), 2. 34 (s, 3 H) . 2. 42 (s, 3 H) , 2. 9 
4 (m, 2 H) , 6. 9 8 (s. 2 H) , 12. 1 4 (b r s, 1 H) o 

Em&i&m 5 6 



5 5 T?lf t>tl/-c 5. 6, 7, 8 - -r h Kn - 2 -> 9 - 



o 




CI 
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(2, 4. 8 — h V * f-Jls? —710 - 9H— fcfU^ K [4, 5 - b] -f > K~ 
^-4 (3H) -t>9. 2 2 s£**->i£4lV >3 0 m 1 ©jl^^r 2 B^Jjo 

d-5, 6, 7. 8-fh7^'fKD-2-^7 % ;l/-9 - (2, 4. 6-h'J^ 
^t^i^/lO — 9H— try S K [4, 5 -b] 4 > K-^^fe^^i LTJf 
tz 0 ttlZJ V7"d t^^-^;i/-?Sfe^-rsci{cj;oTllfe*SS8. 5 6 g£ 

'H-NMR (CDC 1 i ) 5=1. 8 4 (s. 6 H) . 1 . 8 6 (m. 4 H) , 
2. 25 (m. 2H). 2. 36 (s. 3 H) , 2. 62 (s. 3 H) , 2. 9 
9 (m, 2 H) , 7. 0 1 (s. 2 H) o 
J!*4^/i£fl») 5 7 

2 - k Kn^->->? p/\ + -y-y 4 -^n*- 2, 6 - ^ ^A-T — V 

>^rffll>Tlll4^W5 3 <hl^«{CK^AaS^--5CilCj;t3. 2-7U-4, 
5, 6. 7-fh5M Kd-1- (4-^o^e-2, 6 - ^ .* -=.A0 - 

1 H--f > K-yu- 3 -77;l/tf-C- h 'J ;i/trS5„ 
J^*4-£j&0»] 5 8 




7 9 



WO 98/29397 



PCT/JP97/04782 



H*teJW!5 7T?f t,tl5 2-7^y-4, 5, 6, 7 -f h5^-f Kn- 1 - 
(4-yn^-2, 6 -i?yfyb7x-;l/) - 1 H - 4 > K-;U- 3 - * J\s#- 

7$y — 4. 5, 6, 7 — -r h Kd - l - (4-7'n^&-2, 6 - 

"' 7l -W ~ 1 H--f > K-yl/- 3 h 'J Jls£'®Zo 

mn-smw 5 9 

Br 

I^i«5 8-Cit>nS2-7tf;H;;-4, 5, 6. 7-ff-7/N^ 
Kn-i- (4 -Zfu^e- 2. 6 -i?jtTJ\s7 ^-ju) — I H — J > Y — )l>— 3 - 

6. 7. 8-rh7A^KD-2-yf^-9 - (4-y D *-2, 6--^^^ 
^7*^/10 -9H-fU 5 K [4. 5^b] -r>K-7U-4 (3H) 

Bsm&f&ffl 6 0 

Br 

H*4^J&0ij5 9Tit>n^ 5, 6, 7. 8-fF7^-f Fn-2-> =f-J\,- 9 - 

8 0 
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(4-yD^-2, 6 ?-A/~7 x. —J]/) — 9H— bfU 5 K [4, 5-b]^* 



t-<kO> 4-^nD-5, 6, 7, 8-f h5/WFn-2-^fA-8- (4- 
6 -if/ TJl<7 x — JV) - 9 H- f U ^ K [4, 5-bW>K- 

i 



4- (N-y^;l/-N-i^7UT i y ) - 6- ^DD-8-3-K-2-/f 
/U+^VU >1. 7g, t h 'J7x-;^^7^ >/n*5v"}A6 7 0m 

2 , 4 , 6 — > *) jt i— ypTh^K 3 . 1 g^r'O-tf > (20ml) - 

x^;-^ (5ml) - 2MR»t h U A7k*« (4ml) tC*/KU ftlftS 

h U.tf A »«*j*flEBSLJStt*-> U ^y^7A? a^? 
h 75 7 -< --efS^LX. 4- (N-yf^-N-xf^T;;) 
2 - > ^/U- 8 - (2, 4, 6 - h 'J > f;l/7i^;l/) VU > 5 2 Omg^ 

•H-NMR (CDC 1 i ) : 5= 1. 00 ( 3 H, t). 1. 37 (3H. 
t) . I. 40 (2H, m) . 1. 79 ( 2 H, m) , 1. 92 (6H. s). 
2. 3 6 (3 H, s) , 2. 4 5 (3 H. s), 3. 6 2 ( 2 H. t), 3. 7 
2 (2H. dd), 6. 9 6 (2H. s). 7. 37 ( 1 H. d), 7. 82 ( 
1 H, d) o 
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(N-rf/lz-N-if/l/TU) - 6- ?OD-2-y 8 - (2, 4. 

6 - h >J y 2 2/ a HUA } 8 0 - 1 8 

2 t: 

HS601J2 




4- (N-T/f-yU-N-i^A'T i y ) - 6 - 9 a n - 8 - 3 - K4- ± V U > 
1- 6 g> f l> 7+7 MJ 7 x-;P*X7 ^ A 4 0 0 m g, 2, 4, 

6 - h >) jt f;b7 *.=.,/l/*«?Ifc 1 . 8 g£^.>-tr > (20ml) J —)\/ ( 

5ml) - 2 MBOk± F'Jf Ajfc*"« (4ml) iC^M U Jn^agfET 7 B !»« 
»t4. KJ6&*Irt^t^7PT*«5L*T?2I3ifc»au **M*lt*tt»^- h U 

■^ISSSLT, 4- (N-^?-;i/-N-Ji^;l/T ^ J ) - 6- ?od-8 - (2, 
4 , 6 - h ') * f;i/7i-;P) +^>/'J > 5 0 0 mg^Mtli LT»/c Q 

^*M^H*g a ^-r^ c itCcfc*? 4 - (N-T^yU-N- U) - 
B-8-C2. 4. 6 - h ') * x-;t/) *-^*/U > • 1 £®t^ • 1 7k*Q#J 

£f*7t 0 HL& 1 3 5 - 1 3 8 
^Sfe#I3 
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^ 4- (N-^f/lz-N-ifyl/T;/) - 6 - 8 - 3- 

K**-*/ U > 1 . 2g, f + X h U 71^*77^ 5? *J A 6 5 0 m 

g. 2, 4, 6-h'J>f;i/7xi;^i7»6 9 Orag^h/l/i> (7ml) - 
x.9 J -JV (7ml) - 2M^8t- h U -7 A*** (7ml) tz*J*U ftfttil 

h 757 -r -TSlilLT. 4- (N-yf;i/-N-xf^7;y) -6-^ 
DD-2-i^l/-8 - (2, 4. 6 - h'J^f;l'7xc;l/) +t7'J>5 1 0 

(C«fctK 4- (N-yf;l/-N-i^;l/7;y) - 6 - 9 u o - 2 -jc^U- 8 - 
(2, 4, e-h'J/fA?^-;!/) +^/'J>- 3/2-/ i 7i^i/; 0 i 
1 6 0 - 1 6 3 °C 

'H-NMR (DMSO-d, ) : 6 = 0 . 96 (3H. t, J = 7. 3Hz), 
1. 12 (3H. t, J = 7. 8 Hz), 1. 3 4 (3H. t, J = 6. 8 Hz), 
1. 39 (2H. q, J = 7. 3Hz), 1. 7 7 - 1. 8 2 ( 2 H. m) , I. 
82 (6H. s) , 2. 29 ( 3 H. s), 2. 58 (2H, q, J = 7. 8H 
z) , 3. 66 (2H. t. J = 7. 4Hz), 3. 75 (2H. q, J = 6. 
8 Hz), 6. 9 3 (2H. s), 7. 4 9 ( 1 H. d. J =2. 4 Hz), 7. 
87 (1H, d. J = 2. 4Hz) 0 

mmm 4 
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4- (N-^f;l'-N-if;l'7i;) -2. 5 - > f-At- 8 - 3 — K**- 
7*'J>2. Og, fh7+Xh'J7x^^*X7^A , 7^^A6 Oflmg, 2, 
4. 6 - h U * 1-)Vzr *-j\s*vm l . Ig*h^x>(l2ml) -i^y- 
;U ( l 2 m l ) - 2 M^Si^- h 'J ? Ajkjgjfc ( l 2 ml) IC?S«¥ U tamMMT 

^5 7 ^ -TffiSSILT. 4 - (N-^/U-N-J^yl/T $ J ) - 2 , 5--^ 
^;l/-8-(2, 4, 6-h'J>f^7x-;b) +t , /'J> 5 7 0 mg«ffe 
LT'#to r».&5 8-6 1 °C 
'H-NMR (CDC 1, ) : 6=0. 74 (3H. t). 1. 11-1. 1 
5 (5H, m) , 1. 50 (2H. m) . 1. 90 ( 3 H, s), 1. 93 (3 
H, s). 2. 36 (3H. s). 2. 46 (3H, s), 2. 72 (3H, s), 
3. 2 5 (2 H. m) . 3. 7 6 ( 1 H. m) , 3. 8 7 ( 1 H, m) . 6. 9 
7 (2H, s) , 7. 16 (1H. d) . 7. 28 ( 1 H, d) Q 
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7 t vHc < k«HttJHcj:*5fliaiLfco Ml 3 8 - 1 4 2t 




4- (N-^^yU-N-i^^T i J) — 6 — ?on— 8— 3 — 
^*^-V'J > 1 . 2g, f b h U 7 iJWt/*X7 4 A 3 5 0 m 

g. 7x-^sh*»4 8 Omg^ hvl/i:/ (7ml) (7ml) - 

2 MKSt h y <7 ATk^M (7ml) JC&jg U An&iiaST 4 . 5 B*fflaH*-r s. 

its, **t«r*£ES*Lx >;*y^* 5 a ? D7 f 7 -f «a 

LT> 4- (N-TT^U-N-oif-yUT S y ) - 6- ^on-2-> 8 - 

l-iSWBftlCfc »}«l«Lfco M7 4 - 7 5 t 

^ifefai 9 
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8 -3 - K- 4 - t'X (2 - y h + ->i^yU) 7; y-2, 5 -v'y 
7'J> 6 0 0mg, f 5*X h U 7 x — ;U*x:7 * >/<5 A 1 5 Omg, 
2. 4 . 6 - h U > f;t/7i-Jl/*^iS|3 0 0 mg£-. h 4^ > (3 . 2ml) - 
X.9.J-A, (3. 2ml) -2MS»th'j-7A7KM (3. 2ml) 
flnSfcitoSTl 9 &f?&m.ft^-Z> 0 KfclkZmkx-* i\y-ZftW.L-fc-e 2 lI2fc#Hft, *r 

«i*jft*«i7 v hij'7AT?e*t*. *«e**ees*u »it*->u*yyu* 

^A^nv f> ^5 7 --Cf?S8[!LT> 4-b*X (2 h + »>Ji^yl/) 7;^- 
2. 5-yyf*-8 - (2, 4. 6 - h U * i-=.vl/) +t*/U > 1 0 0 

mg^lfc, *^k^«j{i$ biz. 4 V7"d e^i--r-ync«tSH#siftlcj:«3flfSaL 
/Co 9 7 - 1 0 0 t 
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4- (N-^f^-N-xf/H ^ J ) - 8 - 3- K- 2 -> f-A>*i-*/ >J > 
9 2 0 m g N r- h h U 7 x^t«^7 >/<5 5>tf A 2 9 0 m g. 2, 4, 

B - h V / sL-JV^vm 5 3 OmgthA/xy (6ml) -i^y ( 

6ml) - 2 M^K^- h y AtK^ (6ml) Jc^M U So&Sd&T 4 1 tiff® 

-TfilimLTx 4- (N-^A— N--X.*-/l/T $ y ) -2-y^/u-8- ( 



6-?dd-8-3-F-2 -y 4 - fc*^y y; > 9 1 0 mg. 

■r h U y j >;<^ A 2 7 0 m 2, 4, 6 - h U > 

^•^7 i— A/*9&5 0 0 mg£ h rt>.x. > (6ml) J -Jl (6ml) - 

2 MKItt h U •> AtK^«E (6ml) lc»»L. Jo^iS»ttT 3 0 H*IBHf#-rSo 

LT. 6 - * o o - 2 -j* ^->/U- 4 - f^y S J J - 8 - (2, 4. 6 - MJ > f 



mmm i 
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4- (N-T'^JU-N-x.T-JlT i 7) - 6— ^on— 8-3 — K-2— 
^U-^^-'/U > 8 0 0 mg. -r H 5 + X h >J 7i-^^7^ ^9i2 3 0 

mg. 2 -yf;l/7i-M<783 6 Omg£ (4. 7 ml) -x^;- 

^ (4. 7ml) - 2 M S ATkfcfft (4. 7ml) K«*U ft** 

»nF5B#i«ii#-a-5 0 s*»*fti(tif-4/i?#fiL*-p2iHi**«. tfti^i 

vf>^7 7-f-trHi!LT, 4- (N-y^^-N-i^^l/T $ y ) -6-?n 
d - 2 - (2 - yf;l/7*^;l/) tt>/'J>5 7 0mg£-^r\: o 

'H-NMR (CDC 1 a ) : S= 1. 0 0 ( 3 H, t) , 1. 3 5 (3 H. 
t) . I. 4 4 (2 H. m) . 1. 7 8 ( 2 H, m) , 2. 2 1 ( 3 H, s) , 
2. 48 (3H. s). 3. 63 (2H, t) , 3. 72 (2H, dd), 7. 
2 9 (4 H. m) , 7. 4 8 ( 1 H, s) . 7. 83 (1H, s) „ 

itcj:«5 x 4- (N-7*f;i/-N-iW;/) - 6-?nn-2-/f/l/- 
8 - (2-y*^l/7 ^JWU) 3/2 H^l 5 9- 

1 6 2°C 
l^ifetflj 1 0 




4- (N-73-Jl<--N -x.rj\/T I J) - 6- ^DD-8-3-F-2->f 
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/U+^V'J >8 0 Omg. r- h5*X hij7i^;t/*X7^ y/^^f A3 5 0 
mg, 2, 4-^^f^7x^;l/^'?i4 9 Omg^ (4. 7ml)- 

i^y-yU (4. 7 m 1 ) - 2 Mtim+ V 'J ■? A7k^«[ ( 4. 7ml) K&ft?U 
iO«iil&ST3. 5 B£F a 1«#-#-£ 0 SiC^^Moif-^-Zr^L7k-C ! 2lHl^^ % 

t)y I*? u^r h 73 7 4 --Zft&LX, 4- (N- W-N-if^T; 7) - 
6-?dd-2-> f-yl— 8 - (2, 4 -y^ f;l/7 i— ;U) > 5 0 0 

mg^-^fco 

'H-NMR (CDC1, ) : 6=1. 00 (3H. t), 1. 39 (3H. 
t) . 1. 43 (2H, m) , 1. 78 (2H. m) , 2. 05 (3H, s). 
2. 39 (3H. s), 2. 49 (3H. s), 3. 62 (2H, t), 3. 7 
1 (2H, dd), 7. 09 (3H. m) , 7. 47 (1H, d), 7. 83 ( 
1 H. d) o 

(N -yf-zV-N -jl^-jVT S. J ) - 6- ?od-2->^-8 - (2, 4- 
^^fA7x-^) *^/L>>- 3/2 5/**BMfc. 1 / 2 7MDtt*»fco ]Rj& 
1 4 8-1 5 It 



4- (N-yf^-N-xf^j;;) - 6- ?on-8-3- K - 2 - * 



1 1 



CI 




CI 
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jV^-i-V 'J > 8 0 Omg, 7- h7+X F'J7 i^HX7^ >/<9 A 2 3 0 
mg, 4-?oo-2->f ^7*i^*9»4 4 0mg4FA*> (4. 7m 
1 ) -jc? J -)\, (4. 7m 1) h U *AtK*« (4. 7ml)i: 

7 ) - 6- ?Do-2-yf;l,-8 - (4-^no-2-^f;l'7i^;V) *± 
VU > 6 3 O.mg£^7to 

'H-NMR (CDC 1 a ) : 5 = 0. 98 (3H. t), 1. 34 (3H. 
t ) . 1 . 4 2 (2 H. m) . 1 . 7 7 (2 H. m) . 2. 0 4 ( 3 H. s ) . 
2. 45 (3 H, s). 3. 60 (2 H. t), 3. 69 (2 H. dd), 7. 
1 4 (1 H. d) , 7. 2 3 (2 H. m) , 7. 4 2 ( 1 H, s) . 7. 8 2 ( 
1 H, s) o 

*ft^«*S &i: >>K* t LTMxf ^ iSISlt 6 C i ic J: ») , 4 - 
CN -y^JV-N- x.=f-)\yT $/) - 6- ?DU-2 -/f^- 8 - ( 4 - 9 o 
°- 2 ->f;U7xx;l/) *f/'J > • 3/2 •>» >?tti4*»A:o ft* 14 6- 
1 4 9°C 



4- (N-yf^-N-ifyH;;) - 6- Jnn-8-3-F-2-^f 



HJfe^J 1 2 



Ct 




9 0 



WO 98/29397 



PCT/JP97/04782 



>8 0 0 mg, rh7nh 'J7z-;^X7^ w<5^^A2 3 0 
mg. 2, e-^^Wx-M^iS 9 0mg^h;l/x> (4. 7ml)- 
3-9 J -)\, ( 4 . 7m 1) -2M«»* h i;.*A7k»« (4. 7ml)l:j§«U 

Ai7ov h^77^ -TffiSSILT. 4- (N-"7*-;U-N-J=.*\rt/T $ J ) -6- 
* no - 2 8 - (2. 6 - V * ^Jly tf/'J >1 4 Omg 

*» /Co 

' H — NMR (CDC 1 , ) :<5=1. 01 (3H, t, J = 7. 3 Hz) . 
1. 38 (3H. t, J = 6. 8 Hz) , 1. 44 (2H, m) . 1. 87 (2 
H, m) . 2. 05 (6H, s) . 2. 44 ( 3 H. s), 3. 63 (2H, t. 
J = 7. 8Hz), 3. 71 (2H. m) , 7. 13 ( 2 H. d), 7. 22 ( 
1 H, m) . 7. 3 8 (1 H. d) , 7. 8 4 (1 H, d) . 

t>lC-> ^<?&i£<h LTftSxf^^HgitSCiCt^ 4 - 
(N-7'f;l/-N-if^7i;) - 6- ^na-2-y 8 - (2, 6- 

iS**J\,-7 * + > • 3/2 »&1 5 6 - 1 5 8 

°C 

Hits^j 1 3 




4- (N-O^-N-ynh'^T;;) - 6- ^00— 8— 3 — K -2 — 
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y *J]/*1-VV > 8 0 0 mg. fh5 + Xl>iJ 7x^*X7 h >'<5 W A 2 
0 8mg, 2, 4, 6 - F'J>f;l/7xi;l/*'?K3 8 Omg*h^x> (4. 
2ml) -x^-;K4. 2ml) -2M^K^hU^A7Kj^« (4. 2ml) 

U il^f^iJ 7A^D7h/57^ -T^SSLT. 4- (N — * > >^U- N - 7° n 
t>7;;) -6-^no-2->f;l/-8 - (2, 4, 6 - h 'J ^ f x- 

SSL /Co S&jS 1 2 9 - l 3 0 V 

mmmi 4 



4 - b"X ( 2 - / K + ->^^;U) 7;;-6-^nn-8-3-F-2-^ 
^*^-'/U > 1 . Jg, f h U 7 ^ >"7 A 2 7 0 m 

gx 2, 4, 6 - h 'J > ^JW ^.—jU^'ym 5 4 0 m g£ h;t/i> (6ml) - 
-;t/ (6 m 1 ) - h U «7A7k*M[ (6ml) K*#U iD&iS 

set 3 8^fia«^-r«o s^m^-B^gfi^^-c^Liafo^TKT 2 sftfrgu * 

*5A^D7hr77^ -T&SILT. 4 -t'X (2 - > h^>i^7U) 7U- 
6-^UD-2-y^-8 - (2, 4, 6- h'J>f^7x-;l/) +t'/'J > 
2 6 0 mgtriffco 
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1 H — NMR (CDC 1 a ) : 6= 1. 8 9 (6 H, s) . 2. 3 4 ( 3 H. 
s ) . 2 . 4 3 (3 H, s ) , 3 . 4 0 ( 6 H, s ) , 3 . 7 6 ( 4 H. t , J 
5 . 4 H z ) , 3 . 9 1 ( 4 H. t . J = 5 . 4Hz), 6 . 9 4 ( 2 H, s ) 
7. 37 (1H, s) , 8. 24 ( 1 H. d, J = 2. 4 H z ) „ 

*po - 4 -t'X (2-^ h + ->i^yU) 7;y-6-^nD-2->fA-8 

(2. 4. 6 - h / f^7x-^) *+v<) > • 3/2 ly^.'ym^mtzo m 

All 9-1 2 It 

1 H — NMR (DMSO-d, ) : 6= 1. 8 1 ( 6 H, s) , 2. 0 7 (3 
H. s) . 2. 29 (3H. s), 2. 34 ( 3 H. s). 3. 50 ( 2 H. b 
r. s) . 3. 71 (4H, t), 3. 90 ( 4 H. t), 6. 92 (2H. 
7. 4 7 ( 1 H. s) . 8. 4 0 ( 1 H. s) „ 
^Jfefl] 1 5 



6-*no-8-3-K-2-y^-4-*7P*yy*^vn; ^6 0 Omg 
r- h 'J7x-WX7^ >/n*5^^A 1 8 Omg. 2, 4. 6 - h y ^ 

f^7x-;l/^^i3 5 Orag^h;l/x> (4ml) (4ml) - 

2Mmm± h 0 -7A7k^ (4ml) *C»»U ftlMti«KT4 2^«^t2. 



CI 
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T=fflSS!LT> 6-?no-2-y^;U-4-^yi/*y/-8 - (2, 4, 6-h 
^^7*-^) > 1 3 0mg£1§^ o »^2 0 3 - 2 0 5 t 

'H-NMR (DMSO-d, ) : 5 = 1 . 89 (6H. s). 2. 34 (3 
H, s) , 2. 50 (3H, s) , 3. 70 ( 4 H, t. J = 4. 2Hz), 3. 
9 1 (4H. t. J = 4. 1Hz), 6. 95 ( 2 H. s), 7. 41 C 1 H. 
d, J = 2. 4Hz). 7. 79 ( 1 H. d, J = 2. 5Hz)o 
HSfe^J 1 6 




6-^no-4- (N- a^o tVuy f;l/-N-yn tf;t/T i 7 ) - 8- 
3_ K- 2 -^f^ + tyj > 8 0 0 mg. rh7*XMJ 7 i^U**:/ > 
A '5v' l 5A2 2 Omg, 2, 4, 6 - h U jt ?-Jls7 — 3 1 0 m g & b 

(5ml) J -JV (5ml) - 2 Mmm± b U ^ AtK^?£ (5ml) 

ic?gft¥U iD*ftia^T3 6^P^ig^-T5o SfG^^B^B?i^^-e^f?L7K-c ! 2 m 

U ilY)Ut>^ 1*? ov h757^ ~-e|»»!LT> 6-*na-4- (N-x^a 
^ohVPy f-yU-N-yn e-rl/T 5 y) - 2 ^yl/- 8 - (2, 4, 6 - MJ 
^;l/7x-;l.) WJ>l!0mg*Sfc, 

'H-NMR (CDC 1 , ) : 5 = 0. 2 9 ( 2 H, m) , 0. 6 1 ( 2 H. 
m) , 0. 9 9 (3 H. t) , 1. 2 6 ( 1 H. m) , 1. 8 4 (2H, m) , 
1- 9 2 (6H, s) . 2. 3 6 (3H, s ) .. 2. 4 6 ( 3 H, s). 3. 5 
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5 (2H. d) , 3. 70 (2H. t), 6. 96 ( 2 H. s), 7. 38 (1 
H. s) , 7. 9 9 ( 1 H, s) o 
*^«B**e»Ci/ a ^»i4i L TIM*:* C£lC«fc»K 6 - 

8- (2, 4, 6-h'J>f*7i-^) *t'/'J>'3/2i/ i -)»it%fffc 0 
Bt£ 1 7 1-17 2t 
I^Jfe^J 1 7 



6 - 9 o a - 4 Sy-8-3-K-2 *-7U**-!/y > 7 0 0 m 

7- Y 7*^ Y V 1 >s<5 A 2 3 0 mg. 2, 4, 6-h 

■J > f;l/7x-^*-)S4 3 0 mg^ (5ml) J (5ml) - 

2Mm&l- Y >J -7A7X^fSt (5 m I ) <cigft?U Sn«iiS3!ET2 3 *ma&-*-<S. 

^t5o »i**ifcEa*u aat*-> 'j f3fjvt>3 o v h ^ --eras? 

L/c&iC. -Y 7 7*0 f^x-f^-SSxfyl/^^^gt, 6-? on- 4- 
i^7;;-2->f/l,-8- (2, 4, 6 - h U ^ =f-)V7 * -Jl,) *± y y 
> 6 1 m g *f»fc 0 2 5 1 - 2 5 2 




^Sfe0>J 1 8 



9 5 



WO 98/29397 



PCT/JPT7/04782 



CI 




6-^nn-4 - itx.f-A'T ;;-8-3-K-2-^ •/ U > 8 7 0 

mg, f h'J7x-;l/*X7^^<5^ l 7A2 7 Omgs 2, 4, 6- 

h U /• f ;l/7x^^*9® 5 0 0 mg£ h/UJi> (6ml) - i ^ y - ;U (6m 
1 ) - 2 M&iMi- h U -? AtK*« (6ml) fc&ji? U ioSftilafeT 7 0 B*Ha& 

^7? y-2-y^^-8 - (2, 4, e-h'jyf^i^w *ty;>2 

6 0 m g &mz 0 1 3 7 - 1 3 8t 

H3£0>J 1 9 



4- (N-y^;b-N-xf * y ) - 6 D n- 8 - 3- K— 2 f- 
J\s*i-'/') > 8 0 0 mg. 7- h7 + X h 'J 7i;W77^ 2 3 0 



CI 




Y)\,3^y ( 4 . 7 ml) -x 
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*y-;l/(4. 7ral) -2Mft»thU9A**fl[ (4. 7 m 1 ) JcfcA? 

^^M7kS£M^ h 'J ^at&S^So *IMr-ttBE9*U mm.&fV -h? toil 3 
A^Dvh77 7^-i?ISS!LT> 4- (N-r^-N-i^/UT 5 /) -6- 
? no- 8 - ( 2 - ^ on7 - 2 > 7 8 Omg^ifc, 

#fk£4&*^*1f:/^£|**gJ^S e»{c»«Lfc« H&8 7-8 8 

°C 

H3fe#j 2 0 




4- (N - - N -if^UT $ J ) - 6-?dd-8-3-F-2-^ 

vU**-V»;>8 0 Omg. t- h ij7x-;l/*X7^ ^7i;9A2 3 0 

mg. 4-y h + ->7i^yl/^'7t3 9 Orag^h;l/x> (4. 7ml) 
J->\>{4. 7ml) -2M^S6th'J7A7KM (4. 7ml)lC*#U ftj 

?D7h/77^-T»S!lT> 4- (N-7f;l/-N-if^7;y) -6- 
?aa-2-y^yb-8- (4 _^ fs^.> 7x ^ /u) ^^-./y >7 1 4mgtm 
tz a 

'H-NMR (CDC 1 j ) : 5 = 0. 9 9 (3H, t) . 1. 3 5 ( 3 H, 
t), 1. 42 (2H, m) , 1. 77 ( 2 H, m) , 2. 56 ( 3 H, s), 
3. 61 (2H, t). 3. 68 ( 2 H. dd). 3. 88 ( 3 H. s), 7. 
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00 (2H. d) . 7. 62 (1H, s), 7. 68 ( 2 H, d ) , 7. 77 ( 

1 H, s ) o 

^ > > 7 *-^) > • 3/2 •> a ftjftl 3 9 - 1 4 Ot 

1 



4- (N-7f ;l/-N-xf-;i/7? ;) - 6 nn-2-^f;l/-8 -3- 
K + ^-V >) > 7 7 0 mg. f- h V y ^—JUfrxyj 1/^3 4 0 

mg. 2, 4 - iSJ t-5-isy*— Jlsfr^m 5 2 0 mg£ h /l/x. > (5m 1 ) -i 

* j-)\> (5mi) - 2 m#«*- bvy j*7kmm c 5 m 1 ) tc^a? u immsm 

-7 h /5 7 ^ -T*ISS!LT N 4- (N-^vO'-N-i^yl/T *V) -6-^n 
o- 8 - (2, 4 -5>> b**>7 xx;p) - 2 9-A?*i-VV > 7 3 0 m g £ 

'H — NMR (DMSO — d« ) : <5 = 0 . 94 (3H, t, J = 7. 3Hz). 
1. 28 (3H, t. J = 6. 9Hz). 1. 30-1. 41 ( 2 H. m) , 1. 
76 (2H, tt, J = 7. 5. 7. 8Hz), 2. 34 (3H, s). 3. 5 
9 (2H, t, J = 7. 8Hz), 3. 65 ( 3 H. s), 3. 68 (2H, q, 
J = 6. 8Hz), 3. 81 (3H. s), 6. 59 ( 1 H. dd, J = 6. 3, 



CI 




OCH, 



9 8 
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1. 9 Hz), 6. 6 6 (1H. d. J =2. 0Hz), 7. 13 ( 1 H. d. 
J = 8. 3Hz). 7. 54 (1H, d, J = 2. 0Hz), 7. 79 ( 1 H. 
d. J = 2. 0 H z) o 
HJfe#]2 2 




^^■'/'J >8 0 Omg, t- h i;7ii**77-( W<5i?')A2 3 0 

mg. 4--fV7 , nf;i/7x^;^i'7S3 9 0 mg^fflUMI/x> (4. 7ml)- 

J -)\, (4. 7mI)'-2MKlth'J->i*»jjt(4. 7ml) t:S»L 
in»«»T 6 So SlC^^g^gEi^yu-c#f?L7KT : 2 Sgfe^m. *r« 

I***«»th';-7AT««t«. *«E**BES±U gSit£-->«; *W5 
A? n-r S 7 -f 4- (N - -T=f-jV- N - -X^yUT i 7 ) -6- 

(4-^V7'Dh^7x-;L') _ 2 ->^^ + ^./.j > 5 6 5 m g 

1 H — NMR (CDC 1 , ) : 6= 1. 00 (3 H. t), 1. 35 (11H, 
m) , 1 . 7 8 (2 H. m) , 2. 5 6 (3 H, s) . 2. 9 9 ( 1 H. m) . 
3. 61 (2H. t), 3. 70 (2H, dd), 7. 32 ( 2 H, d). 7. 
64 (1H. s) . 7. 65 (2H. d), 7. 78 (1H, s) 0 

(N-rf^-N-xf/^Jy) - 6-7DD-2 - - ( 4 - -f V 

T-nb^Txx;!,) **-«/y > • 3/2 ^1 1 8-1 2 0°C 

9 9 
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4- (N-yf;l/-N-xf;l/7i;) - 6- ^DU-8-3-F-2-/f 
>8 0 Omg. T- l>7*^ H I J7 1 ^ ! J;^7^ >/<5-;-)A2 3 0 
mg. 4 - ? n i-=.vl/sfc£gl 4 0 2 mg4 KA<jl> (4. 7ml) -s-*r J — 
>\< (4. 7ml) -2MISB^h <j*A7k&j£ (4. 7ml) i:*»U Ml 

-e h?'^:7 -f -TrmmLT, 4- (N-r^-^-N-if-yUT 5 / ) - 6 - ^ □ 
o-8- (4-?dd7x-M - 2 -> ^/U+^-y y > 7 1 4mg^r#^o 

1 H — NMR (CDCh) : 5=1. 00 (3H. t. J = 7. 3Hz). 
1. 36 (3H. t, J = 6. 8Hz), 1. 41 ( 2 H, q, J = 7 . 3Hz), 
1. 77 (2H, m) . 2. 54 ( 3 H, s), 3. 61 ( 2 H. t, J = 7. 
9Hz). 3. 70 (2H, dd, J = 7. 3Hz. J=14. 1Hz), 7. 
42 (2H. d. J = 8. 8Hz). 7. 61 ( 1 H. d, J = 2. 5Hz), 
7. 65 (2H. d, J = 8. 8Hz). 7. 81 (1H, d. J = 2. 5Hz). 

(N-y^vU-N-JLT-A'T = 7 ) -6-*an-2 -*=f-jV- 8 - (4-?n 
o;7^,u) *^»/y > . 3/2 ->a7ii|^: 0 Ml 1 7-1 l 9t (^3- 
ft?) 

1 0 0 
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MM 2 4 




4- (N-yf;l/-N-xfy[/7;;) -2, 5 - : J * f-jU- 7 - 3 - K- 
x ^ C3, 4-d) 7 7l>7*^h'j7x-M.X70^ 

5v^A500mg. 2, 4. 6 - h 'J ^ "f-)V7 x-^t^K 9 3 Omg^h^ 
(1 0ml) -3-9 J -JU (10ml) - 2 M^St^ h 'J t> A7k7&& (10 
ml) (C&fc?U SD.%iSMT2 HfrlfflaH*-*-*,, R«»*»Ki^^-ff#RL* 

V iJffrij^l*? nv * -"CiftSil L"C\ 4- ( N — ~f =1- )l>— N - 

xfvi/7;;) -2, 5 --^ 3^1/- 7 - (2. 4, 6 - h ;l/7i-^) - 

*§*■*- z z tiz^o $ ^izmmttz. sjsiios-i 07t 

^MSfW 2 5 




1 0 1 
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4 - t'X ( 2 -jt h*->*.1-JU) T I J - 2, 5 - f-jV- 7-3- Kf-x. 

C3.. 4 - d) £') = >»>2. Og, fh7+Xh 'j7x-;l/*77^ >/<5 
^^oOOmg, 2, 4, 6- h'jyf;l/7x-yl/*'7®9 9 Omg^h^x 
y (l 0ml) -x*/-;U (l Oml) - 2 M«tt* h U S Ajfcjgjfc ( l 0 m 

2i3tt»a, WM**e7k«»^ f y ^A-eitn-rso u sis 

f^l/) 7;;-2, 5 - it* ^JU- 7 - (2, 4. 6-h'^^7x-^) f 

x.y C3, 4-di eu s j?> 1 2 0mg*»fc o 

£ C <fc IC J: «9 $ h KIM! L /Co 9 0 - 9 1 V 

mmm 2 6 



4- (N- u/p t'^M f /Iz-N-T'd tVl/7 i y ) - 8- 3— K -2- 
/• f-Jlslr-t-W > 8 0 0 mg, f h^+Xh'J 7 i^i;l/*X7 v^9A2 
4 3mg, 2, 4, 6-MJ^f;l/7x-;l/;J;'7i4 4 3 mgt- (6m 
1 ) -x^y -yu (6ml) - h y *A**tt (6ml) fcj&fl? U 

^"-5o mmZis »J t>?fcii -5 A? n-7 h ^57 w --eftgJLT. 4- (N-->? 
o^a tVUy ^/U-N-7°D hVUT ^ y) - 2 8 - ( 2. 4, 6-h 
Mf;l/7x-;u) 4rf"/y >2 0 Omg^Ifc, ^t^-fv7nt^7^ 




1 0 2 
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'H-NMR (CDC 1 , ) 6=0. 2 7 (1H, d d. J = 4. 9 Hz. 1 
0. 8Hz), 0. 60 (1H. dd. J=5. 4 Hz. 13. 2Hz). 0. 
98 (3H. t. J = 7. 8Hz). 1. 26 (1H, m) . 1. 84 (2H. 
m) , 1. 92 (6H. s). 2. 37 (3H. s). 2. 48 ( 3 H, s). 
3. 58 (2H. d. J = 6. 8Hz), 3. 72 ( 2 H. t. J = 7. 4Hz 
6. 98 (2H. s). 7. 3 4-7. 4 2 ( 2 H. m) , 7. 92 ( 1 H. d 
J = 8. 3 H z ) o 

nmm2 7 



4- (N-->^D7 , Df/Mf/U-N-/nfcVl'7;y) -8-3-K-2- 
2. 4. 6 - h 'J > ^yl/f'J ~ v?>- 5 >^ffl^-CHJfeM3 tm&L 
2 -> f^U- 8 - (2, 4. 6 - h 'j^f^k'U S 5 --fA) + ^ */ 'J > 

HJfefll 2 8 




1 0 3 
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4- (N-y^jU-N-^^-JUT I J ) - 8 -3- K- 2 - > f-^+t'/'J > N 
fhHxh^iC/KtX?^/^^^^^ v'i.^yu (2. 4. 6 — b V J 

4 - (N-yf^-N-xf^T;;) - 2->f^-8 - (2, 4, 6 — h 'J 
HJfefl! 2 9 




4- (N-^-N-if —8—3— K— 2 — / fMt'/'J >„ 

rh7*Xh'j7 i ^;l/*X7^>A , 5^'5A s yxfA/ ( 2 , 4, 6 - h U ^ 

4- (N-yj-Jls-N-x-rJUT i J) - 2 - J =f-jl- 8 - (2, 4. 6 - h U 

3 0 



1 0 4 
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4- (N-y^D/ntVl/yf ;l/-N--/Df;U7i y) -8-3— K- 2 - 

2, 4. 6 - h u y ^yph- >j 3 --f ^) >^m^xmmm z tmme> 

^^TSiS^mv 4- (N - ^ d y d f;i/^ f ^- N - 7" □ f;l/7 ; y ) - 
2 -jt =f-)l>- 8 - (2. 4, 6 - h y y ^/t/t'U 3 

^JfeCT 3 1 




2-T^7-4- (N-/^n7ak , ;^f^-K-7 , Df;i/7;y) -8- 
3-K*7-/'J^ fh^ + XhyTx-^X?^ W^y^A, 2, 4, 6- 

(N - •/ ? d 7" d t^M f - N - 7" d f ;l/7 i ; ) -8- (2, 4. 

^JfeM 3 2 



1 0 5 
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i*AO 8- (2, 4. 6-hU^7i-^) 

HJfe^J 3 3 



4 - y^D tVl/T ;;-8-3-K- 2 - ^ */ U X h U 

7 i ^7l/^X7^>A , 7^7A, 2. 4. 6 - h U y x — «5 gf^ffi U 

T^Jfe^J 3 iPJJicD&frTSJS^mK 4 - i^n tVbT i J - 2 - > 8 - 

(2, 4, 6 - h 'J/f^i^) **»/»J >*»5CiiJ<7*5. 




HSfefiJ 3 4 



1 0 6 
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4 - : J7f-)VT = J - 8 -3 - K- 2-yf;i/+tyij fh^fxh^ 

*fli«3 ijg«©*frTSi6*m^ 4 - V7*f-A,-r \ J - 2 8 - ( 

2. 4, 6-F'J^^7x-A) *7->/'J>*i5:ii<Tt5, 
5 



4- (N-->^D7'Df;Mf;l/-N-7 , Dh , ^7iy) -2, 5-i*/7^l/- 
7 -a- K-fxy (3. 4 - dJ h*>J ~ fh^n h 'J7i-HX7 

W >/<5 W A. 2, 4. 6 - h y ^f-^7x-/^-7K*ffllK HSfefll 3 
ti©^#TSiS<£-jf ^> 4- (N-->^n7Dk , ;Mf;l/-N-7'Dk , ;l/7;;) - 
2, 5 - v>> 7 - (2. 4, 6 - h 'J ^ f ;l/7x-^) fxy (3, 4- 

d) t'J ~ 5Ci*<T^5c 
^5fe#| 3 6 




1 0 7 



\ 
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7-^n*-4- (N-yf;l/-N-xf;l/7;;) - 2 - / ^;b^jc y [3, 
4 -d) fcf'J Si?>6 8 Omg, T" h5*7 h 'J7x;HX7-( W>'-5 v^A 
2 4 0 mg. 2. 4. 6-h , J^f;b7i^;l/t«'?8f4 4 Omg^h;l/x^ (5 
m 1 ) -3-9 J -)V (5ml) - 2 M&gff h >J (5ml) tCjgJBU 

TSitSo BI)g£->"J J3?)],i3^ A? u-z * -"C ! WS!L> 4- (N - 

7*-A,-N-=.f-/UT l y) - 2 -^>VU- 7 - (2. 4. 6-hU^7x 
=f-x.J [3, 4-d) f'J ; i?>4 5 Omg^o *^M$^,i:7 
v;HigiLT, B*»:**;u^S!i*iFa-*-5££cJ:»K 4- (N-y^/u-N- 
-X^yPT ~ 7 ) - 2 -/• =f-)V- 7 - (2, 4. 6-hy/f;t/7iX/l/) fx; 

c 3 , 4 - d ) tr 'j 5 >j > • 3 •/ 2 y^jum&zmzo i^l 8 4-l 8 6°C ( 

#ft¥) o 
H5fc#J 3 7 




1 0 8 
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4- (N-->i'nynf;l/>f;l/-N-7 , nt , ;i/7; y) -7-3-K-2- 

^TSJC^T^, 4- (N- n^o tVl/^ ^yU-N-^o tVUT i y ) - 2- 
^^l>-7-(2. 4, 6 — h U ^ i — ;|/) -fx; C3. 4-d) b" U 

flKSffl 3 8 



4- (N- azfa h'J^T $ J ) -8-3 — K -2- 

>f ^l/+^->/'J >8 0 Omg. xh^+Xh ij7x-WX7-( >/x-7^7A2 
4 3 mg, ^xf;p- (3 - t * < j ^) > 4 0 1 m g h > (6ml) - 
(6ml) -ZM&tmi-VW^imm (6ml) «c?gfA?U MS 

f;Mf/i/-N-7 , Db , ;i/7iy) - 2 - y 8 - (f'jy>-3-Y;i/) 
+ ^ > /')>^^^o $ t^^b^s-ig&igi u mWL^-f- ju-ju? s -jufrc, 

2-^^.;u_ 8 _ (t-U^y-3-^^) 'iOLmi&ZmtZo jft£l 7 

8 — 1 8 0 °Co 



N 




listed] 3 9 



1 0 9 
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2 -T I J - A - (N-r^^U-N-i^yUT ~ J ) - 6 -?on- 8 -3- 
K+^-VU > 2 3 Oms, Th7 + Xh'J 7 jl^A<*X7 w A 6 6 m 

g. 2. 4, 6-h'jyf;l/7i^l/*^Si 2 0mg^h;l/x> (i. 4ml)- 
3-9J-A,(\. 4ml) -2MK8f h>J->A*M (1. 4ml) f;^«L> 
Sn&SzirFi 2^«^-rs 0 ^MlficiL, PSe^/us-flo*. 

t5o £S*gf;:ft&i^£Jnx.#ftiJ Lfc*£H£i*BSLT2 -T S y - 4 - (N- 
yf^/-N-x^7; /) - 6 -fua- 8 - (2. 4. 6-h'J>fA7x 
-40 **-*/«J >8 2mg^Ifco HjAI 9 2 — 1 9 4 °C 0 

'H-NMR (CDC 1 , ) <5 = 1. 00 (3 H. t, J = 7. 2Hz), 1. 
35 (3H. t. J = 7. 2Hz), 1. 41 (2H. m) . 1. 78 ( 6 H, 
s), 2. 3 6 (3 H, s), 3. 56 (2 H, t, J = 7. 6 Hz). 3. 6 
5 (2H. dd, J = 6. 8Hz), 4. 75 (2H, br), 6. 95 (2H, 
s) . 7. 2 3 (1 H, s) , 7. 7 0 (1 H, s) o 

Mmm 4 o 



1 1 o 
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2 -T-fe ^JU- 4 - (N-T^U-N-i^UT S / ) - 6 - * n n - 

8 -3- K** v /U >8 4 Omg. -r h ij7i^WX7^ >^<^^^ 

A 2 0 8 mg. 2. 4. 8-h»jyf A7xiA*>)l3 7 7 mgt h*x> ( 
5ml) -j^? y-jv (5 m I) - 2 MKlt h </ v C 5 m 1 ) Jcjgft? 

v^AlOOmg. 2. 4, 6 - h 'J/f /l/7xX^,t^S(l 8 Omg, 2M^ 

»th';-7A*»*3mUMi 2. 5 mstof&mmTmw-fZx, Kfc&zm 

^7 } -TrlSi3LT. 4- W-yi-fr-N-^^frT x J ) -6-^oo-2- 
t Ko + '>/f;t/-8 - (2, 4, 6-h'^^;l/7i^;P) +t7'J>©lffi 
£i!#!5 8 Omg^Ifc. 

'H-NMR (CDCh ) : <5 = 1. 00 (3H. t) . 1. 38 (5H. 

m) . 1. 81 (2H. m) , 1. 8 7 ( 2 H, m) , 2. 32 (2H, s), 

3. 6 4 (2H, t) , 3. 7 4 ( 2 H. dd). 6. 9 1 (2H. s). 7. 
4 4 ( 1 H, s) , 7. 8 5 ( 1 H, s) □ 

4 - (N-^/U-N- J.?-;UT -6-^nn-2-b h'n + v7 

8- (2, 4. 6 - h 'J y jl—jV) *±>/*J > • 2 is^vWtm&mio M 

1 4 9 - 1 5 I °Co 

111 
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'H-NMR (DMSO-d,) 6 = 0. 95 (3H. t. J = 7. 3Hz). 
1. 35 (5H, m) , 1. 82 ( 8 H, m) , 3. 68 ( 2 H. t, J = 7. 
2Hz). 3. 75 (2H. dd, J = 6. 8Hz, 13. 6Hz), 4. 29 
(2H. s) , 6. 93 (2H. s). 7. 54 ( 1 H, s). 7. 91 ( 1 H. 

S ) o 



6-?aa-4 - (N - •> :7 n zfu £)UJ =f-j\/- N - -f a \£jVT i y ) -2- 
> h*->-8-3- K+t'/'J > 4 4 0 mg, fl>7*Xh'J 7x^*X7^ 
^<7i>">Al 15mg, 2, 4, 6 - h 'jy f *7xi^*9*Z 1 3mg* 
(3ml) J -JU (3ml) - 2 M£fc&^ h U i*7Ki&?£ ( 3 m 

1) JP.*«aET6. 5 ^icf h7+XF'j7i-;P 

*X70^7-;7A1 15mg, 2. 4. § - V V / =f-)\s7 x.—J\'*t>M2 \ 

3 m g , 2 m^m^- h y •> atk^ 3 m i ^jo*. ii.5 m$mm,&ffi.T 

- (N-->^d-^d tVP> ^-yU-N-y a k'4/T - 2 - > l> * 

>-8-(2. 4, 6-h'J>f;l/7xi;l/) *7-'/'J>*j|/:, 3-9 
6 °Co 

'H-NMR (CDC 1 , ) 5=0. 28 (2H, dd. J = 4. 9Hz, 1 



I^Jfe^4 1 



CI 




1 1 2 
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0. 2Hz). 0. 63 (2H, d d, J = 5. 8Hz. 13. 2Hz). 1. 
0 0 (3H, t, J = 7. 3 Hz) , 1. 2 6 ( 1 H, m) , 1. 8 5 C 2 H. 
m) , 1. 93 (6H, s), 2. 34 ( 3 H. s) 3. 58 ( 2 H, d, J = 
6. 3 Hz), 3. 7 4 C5H. m) , 6. 9 3 ( 2 H. s), 7. 3 7 ( 1 H, 
s) , 7. 8 8 (1 H. s) o 

mmm 4 2 




■^^f;l/X;^+->Kl 5mPl:4-^Dn-5, 6, 7, 8 -f l>7^^h' 
D -2 - (2, 4, 6 - h >) ^ f;l/7i^;l/) - 9 H- h°U = K C 

4, 5-b) ^>F-^2g*g«U N-xf;l/7f;H;>6g^M, 1 
0 0 o C!CT3^fSJ$ L^o RJ6S*«j**7Klc^^ »»xf *?att| Lfc, 

Vo&mtZo ZtlZri/ V JjfjVij ? 2*? u^r hf5 7 j -iZTftML. 4- (N- 
^^-N-XW;/) -5, 6, 7, 8 - -r h ^'W K n - 2 - / f-jl- 
9 - ( 2, 4. 6 - h y > ^juy -9H-t'U i K C 4 , 5 - b] ^ > 

K-;U2. 18 gZOknfZm&t L-C'&tz 0 M&9 0 - 9 2V 

1 H — NMR (CDC 1 a ) 5 = 0. 9 4 (t, 3 H, J = 7. 4Hz), I. 
2 3 (t, 3H, J = 7. 4 Hz), 1. 3 5 (m, 2 H) , 1. 6 3 (m, 2 
H) , 1. 82 (m, 4H). 1. 85 (s, 6 H) , 2. 21 Cm. 2 H) , 
2. 34 (s, 3H), 2. 44 (s, 3H), 2. 84 (m. 2H), 3. 5 
8 (t, 2H, J = 7. 4Hz), 3. 65 (q. 2 H. J=7. 4Hz), 6. 



1 1 3 
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9 7 (s, 2 H) o 
MMM 4 3 




^I«4 2tlt.nfc4- (N-^lz-N-xf;!/?;;) -5, 6, 7, 
8-r h7^-f KD-2->f;l/-9- (2. 4, 6-h'jyf;t/7 x j:;b) - 
9H-tf U 5 K C4. 5 -b} -f > K-/P0. 6 5 g^-figgE-i^ / ( 1 : 

3 0)1 5mii;ig«u i oi^iHiinttatatLfco HHMre4>» U » 

-cmm.L, 4- (N-yfA-N-xf*75y) - 2 - > =J-Ji>- 9 - (2, 4, 
6 - h 'J > *-;U? x -VI/) - 9 H - try 5 K C 4 , 5 - b ) -f>K-;H 1 3 m 

'H-NMR (CDC1, ) 5 = 0. 94 (t, 3H. J= 7. 4Hz). 1. 

3 2 (t, 3 H. J = 7. 4 Hz), 1. 3 9 (m, 2 H) . 1. 7 3 (m, 2 
H > • 1 - 8 4 (s. 6 H) . 2. 39 (s, 3 H) . 2. 5 5 (s, 3 H) , 

3. 77 (t, 2H, J = 7. 4Hz), 3. 85 (q. 2 H. J = 7. 4Hz), 
6. 90 (m, 1 H) . 7. 05 (s, 2 H) , 7. 29 (m, 2 H) , 7. 8 

4 (m, 1 H) o 

^Mm* 4 



1 1 4 
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OMe 




^>f;l/X;l/*+->K2 0mlC4-^nn-5, 6. 7. 8--rh5 /W K 
°- 2 ^yu- 9 - (2, 4, 6-l>^^7i-;l/) - 9H-b''j; F ( 
4 . 5 - bD -f > K-A» 2 g£rjgfi?U b'X ( 2 h*->J^;U) 7;>«g 
£in*.> l o 0ti:t5 ^mmnttzo SJ6»*4to***fcttff % |p»xf;^ 

4-t'X (2-^ h + ->x?;l/) 6, 7. 8-f h7^-f Kn-2- 

9 - (2. 4, 6 — b V J 3- A/7 i-A) — 9 H — t* U S K ( 4 , 5- 
bW > . 6 7 g*»*fe*Sa£ Ltifco 0 0-1 0 It. 

'H-NMR (CDC 1 i ) 5=1. 8 0 (m, 4 H) . 1. 8 4 (s, 6 H) , 

2. 20 (m. 2H), 2. 33 (s, 3 H) , 2. 43 (s, 3 H) , 2. 8 

4 (m. 2H). 3. 37 (s, 6 H) . 3. 67 (t, 4 H. J = 6. 4Hz). 

3. 88 (t. 4H. J = 6. 4Hz). 6. 96 (s, 2 H) „ 

mmm4 5 

OMe 




1 1 5 
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*MlW4 4T»^nfc4-f^ (2-> h + i/if-^) 75^-5. 6. 7, 
8 -7- Kn- 2 - > ^/U- 9 - (2. 4. f;l7jx^) - 

9H-f'J 5 K (4, 5-b] -T> K-;H.g<£ri»-i^/-yl/ (1:3 0) 
2 0ml tc&3¥U 1 O^BBJnJfc«dtLfco ^*P^> #«Ht-e*?0U &m^=f- 

i«LTft!Kli4»fc 0 ftl^y ij*m7A^ D7F757-f -iCT*t$gU 
4 - (2 h^if-SlO T i y - 2 -y 9 - (2, 4, 6 — MJ 

> 7*7 *-Jl>) -9H-f'J ; K C 4 , 5 -b) -T > K-^2 0 0 mg£3tfe 

'H-NMR (CDC I 3 ) 5=1. 8 3 (s. 6 H) . 2. 3 7 (s, 3 H) , 
2. 54 (s, 3H). 3. 37 (s, 6 H) , 3. 74 (t. 4 H, J = 6. 
4 Hz), 4.-08 (t. 4H, J = 6. 4Hz), 6. 90 (m. 1H), 7. 
0 8 ( s . 2 H) . 7 . 2 9 (m, 2 H) . 7 . 9 4 (m, 1 H) „ 



: J * 7-Jl>X)U**-> K2 0 m 1 \Z 4 on- 5, 6. 7, 8-f h7^-<K 
D ~ 2 -> 9 - (2, 4, 6-h'jy^7x-;l/) - 9H-fU; K ( 

4. 5-b) <>K-^2g*»fU N- vr7 a^* D kVl// ^-N-7"a f 



J^JfeM 4 6 
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fyuy f^-N-/n tVl/T = /) - 5, 6, 7, S-fH^-f Kd-2-> 
^-9- (2, 4, 6-h'J^f;l/7x-^) -9H-f'i; K (4, 5-b] 
*>K-*1. 4 8 gZ&M&mikt LT'&tZo »jiSill2-113t, 

'H-NMR (CDC 1 j ) (5 = 0. 2 0 (m, 2 H) . 0. 5 3 (m. 2 H) . 
0. 93 (t, 3 H, J = 7. 4Hz). 1. 10 (m. 1 H) . 1. 69 (m. 
2 H) , 1 . 8 0 (m, 4 H) . 1 . 8 6 (s. 6 H) , 2. 2 0 (m, 2 H) . 
2. 33 (s, 3 H) . 2. 44 (s, 3 H) , 2. 86 (m, 2 H) , 3. 4 
9 (d. 2H, J = 6. 3Hz), 3. 68 (t. 2H, J = 7. 4Hz). 6. 
9 6 ( s. 2 H) o 
Hife0»|4 7 




^3£0IJ4 6 X-mtlfz 4 - (N-->? u-fu f;l/-N-7a bOl/T $ /) - 

5 , 6 , 7 , 8 - -r h Ko-2-^ ^-yU- 9 - (2, 4, 6 - h U > Jl< 

-7 - 9 H - f 'J ; K C 4 , 5 - bj > K-;U 1 g£-58&-i;? 7 -yb 

( 1:3 0 ) 2 0 mli:@»U 1 0 &f?&lM$&MWL L fc 0 #iP&, ^gfe^fil 

* -i:tfSl!U 4- (N-->^n7'DtM/yf;l'-N-7 , nt';l'7i ;) - 2- 
^ 5^-9 -(2, 4, 6-h'J^f;l/7x-;i/) - 9H-h''J; F (4, 5- 
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'H-NMR (CDCh ) 5=0. 20 (m. 2H), 0. 5 5 (m. 2H) 
0. 93 (t. 3H. J = 7. 4Hz), 1. 12 (m. 1 H) , 1. 6 9 (m, 
2H). 1. 84 (s. 6 H) , 2. 38 (s, 3 H) . 2. 55 (s, 3 H) , 
3. 68 (d. 2H, J = 6. 3Hz). 3. 86 (t, 2H, J = 7. 4Hz) 
6. 89 (m. 1 H) . 7. 05 (s. 2 H) , 7. 29 (m. 2 H) . 7. 9 
0 (m. 1 H) o 



4 - ^ □ □ - 5 . 6. 7. 8-fh5^'f Kn- 2 f 9 - 
*r-2. 6-y>f^7*i^) - 9H-tfUS K (4, 5 - b ) -i > Y- 

ffl<<*T^3fe£»J4 2 <t|5|SI{cSl6M^--5CiJc:<t 0. 4- (N-:/*;u-N- ji 
^^7i;) - 5, 6, 7, 8-ff»7/W Ko-2-yf;l/-9 - (4-7d 
^e-2, 6-y^f*7xi*) - 9H-tf'JiK(4, 5 - b!) f > K-;U£ 

I^ife^j4 9 



4 8 





Br 
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mmm 4 8 -zmznz 4 - (n-t/^u-n-^^ut = j > - 5 . 6, 7, 

B-r- h Kd-2 -jt 9 - (4-yn?-2, 6 - S J t TJl<7 * — 

^) - 9 h- try s k [4. 5-bW y b'-^^m^rmmmi 3 tmmz& 

9- (4-/n*-2, ;l/7x-;b) -9H-h*'J ; K C 4 , 5-b] 

flifcflj 5 0 




6r 



4 - ? n o - 5 . 6, 7, 8-fh7^-f Kn-2-^f^-9- 
*-2. 6 - y jt xiA/) - 9 H- tr y ~ K (4 . 5-b)-f>K-A>* 

jb^-csmmm 4 tm&izm.fomm-fzztizjiQ^ 4 -ex (2-y n^->^ 

f-W 7i/-5, 6, 7, 8-fh5'W Kn- 2 f 9 - ( 4 ■ — n 
*-2. 6-i?>f ;i/7x — AO -9H-t''J i K C 4 , 5 - b ] -Y > K-** 



OMe 




Br 
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**«5 0f»in5 4-t*X (2-^ h*5/xfA) 7;;-5, 6, 7, 
8-f h5^^ Ko-2-y =f-;l- 9 - (4-7at-2, 6 -y>f;l/7i- 
AO - 9 H-fcTU 5 K C4. 5 -b) K-^ffl^tlS»fll4 3 

9 - (4 -^n^e- 2, 6 -^y fA7x-;t/) — 9 H — t* U 5 K C 4 , 5 - b ] 
HJfe#l 5 2 



4 - ? n □ - 5 , 6, 7, 8-fh5^^ Kd - 2 - > f 9 - (4-7d 
*-2. 6-^>^7i-;l/) - 9H-b''J; K (4, 5 - b 3 4 > Y-)\,% 

m^-cmmm 4 6 tmrnizBuzmm-tzz <o, 4- (N-i^oyn tvu 

t ^U-N-^n tVl/T i y ) - 5, 6, 7, 8-fh7^>f Kn-2-^f;i/- 
9- (4-7nt-2, 6-^yf;P7xx;U) -9H-f'J i K (4, 5-b] 




HJfeftJ 5 3 
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5 2 T-m^tlZ 4 - (N- •>? uzfa fcf/l';' ^U-N-^n tVUT 5 7)- 
5, 6, 7, 8-f Ko-2->f;l/-9 - (4-7 , o*-2, 6 - v 

/^^^x-^) - 9H-kf'J? K (4, 5-bj > K-^^ffl^-CI^JgM4 
3 tmWzKfctem-t 2> tic^O. 4- (N- D^n tVuy ^;U-N-y 
of;l/T=y) - 2- / 9 - (4-rot-2, 6-^y^7!-;b) - 

9H-f'J; K (4, 5 - b W > K-/l/£|§So 

aa#j»^r« i 

**9HI:£«J5 Omg^?Llf 9 8mg£ h t? * o 3 ->-r >^ > 4 5mg. t K 
n*->7*n fc?yU-t?yUa-x 3 mgia^WC^ti. 2 0 0 

7 -y v^^SSJCiiU 5 OtTtlL, o t> JC 2 4 7 -y •> <DlmiCii-r o ^/l/? 
3mgfcit;^f7'J A l m g £?g£-U SS9mmOM«^ 

TM2 0 0 mg©^{|5o COttJWtiiffSfcjfci;. l$tfc(i7^;UA3- 

tSiMl : CRFS§{*:tcSt-r*B«ltt 

C 125 I j (Ty r 8 ) r/hCRF (77y t Aj*^) tt^A«**C 

spa) aiz^ton-itzo thcRF i&®ftm&mmB&£K)m$iiLtz $ * o v- 

A^I^7^^/<,7 7 - (5 0mMTris-HCl> 2 mME GTA, 1 
OmMMv^j/-?^ 0. 1 %V is infer J\s7 ~ pH7. 4) l:§SL 

D^>r/hCRF (IMSO. 2 5 n M) fc«fcO'Wh e a t g e r m Ag 
glutinin SPAt'-X (T v> + AfleSC^tt) ^Jnx.. 1ST 9 0# 

1450 Micro Beta P L U S : 7 r is T ><<< ? tfcit^fct) 
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nM) Tf^$tl-5 0 Um<D&m. fc hCRFlS$(*IC*fU I 

Cs.< 5 0 0 nM£DPl#^-^L^o 

X»«2 : ffifirt c AMPS4*»«i LfcT >^ 

^litL'+i^ - - ^r-^an^- (Mo 1 ecul a r Pharma 
cology)J&45#. 8 7 8 1 (1 9 9 4« IcKttO^ftteHS fcTfTo fc 0 

X. 7 5 mMT r i s -H C 1 , pH7. 4. 12. 5 mMM^n i^JA, 
1. 5mM E D T Ax lmM^f*H"f |>-^K 0. 2 mMZHKt h U 
f A. 10 0 mM I BMX (3 — i A<- l -yf^f>f » ] 

5 ftm-rvj > + a "<-y 3 >L^o ?lltSr/hCRF (^S£ 1 nM) ^ 
an*. 3 7^C-e3^PBl^ > + A K--> 3 yLtzo *<Z>fftl 0 O^CJr 3 53-fa^an^L 

TSJS^f?±L/co £©»»tt*at&u ±mo c amp wkm&v * ? v -y ? a 

©^•^XCRF l5§#K»t*7>^^X h ?3rtt(i r/hCRFl:i5 cA 
MPS^*«IjBi|-^Stl*lcJ:o-rffFfliSnS-fe©-e*»). I Co (nM) TS^ 
*X3 0 ItSSOi^ I C s o < 5 0 0 nMOPif^f Lfco 

^^ffl 3 : 90^^.11^^^^ -y h^m^'tzfOk 

t^1/7'> 3 >'7VF'7-7 (Depress ion and Mani 
a) (From Neurobiology to Treatment. Ra 
ven Press, NY ( 1 9 9 5 )) i:f CTJt^o 5 y b 4384 
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fclittS*ft£*B* l B l nmng-^u *©&Jfc«$j6*©x h bx (*&> 

j.— -r-r^X (Journal of Pharmacology and E 
xperimental Therapeutics) 269. 564 (199 

±T?Oil»***-^>T-A (Open a r m) i^n-X KT-A (C r 
o s e d arm) icftlfXMML, it — 71/7 — A^coilAIsIifc, if — zf^/T — 

-f\y< y • i; (Brain Research) 6 2 3, 229 (19 

9 3 ) {ci^C-CiTOo Bfr#art-C-5 y Mrtay (2 mA) £ 1 0 #p B m 

.ffift-^o 2BI^L:SEK©4>{cM5 ^ 1 -o»IBIAn*o *cDI££>?TSfr£ Iff 

'"W tny*;i,. ^^7MJ- (Biological Psychiat 
ry) 27, 1094 (1990) fcmUTlT^o 5 7 V ttAitaffl&lfl*-*- So 
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^>f-> h>l¥&S^ S5^tt#j^^b^> ^-y#f. ^S5^> />* 

* tama a *-z? mms ntzw-fc 8 £E&ff mm 3 4923 i^^^z/w-m^m^ 
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i . c i ) 




(5£<£. lAttaci i) , aci i n ( i v) 




00 (HO (IV) \ R( 



tz* ostitis**; h-'j ^ s?>rhm*, «fcc;eu s K-r > 

it. 

5»A*<jC (II) S/ctiiS (III) ^Jft5«^i;i;^T, 

R' fiTk^. + > ? n T JlsjrJlsT Jl/J-JU^ ■> ? n T JV + )V \ TJVzi^- 

7^3 + ^7^+;^ t Fo + 'X t Kd^->7;1/+;K 7 'J -;k ^-r 
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*JU?-*T )\>*r)\>^ TiJTJlsJrJls^ 7 )\s*r ;I/7 5 J T >\s*r >»K : J>T JU* )VT I 

£WiR 2 43«fctfR' li^^ LT»itSIM? t i CS^Mt ^S^^ 
U 

y. T^^yi/T 5 y , yj^+yi^T; A 7;i/3 + -/7;i/+;k 7;;7;b*;K 

PI— itliliS^lM^ 1 ~i Itt-SK 5gL < (iSSlS^f U - 

y^f:l^fD7 U— yu^r^L. 

T;u^;i>^;K /say WtT^^K t Kd + ->, t Ka*->T;U*;K T;Un 
33A;6<i$; (I V) -C^$n-5i#^(Cfe^T. 

R' itfrM, ta+vk ota^k t y -jvt. tzif^T- a t y -jv&m 
U R J fecfcO'R 3 (±H-i/:(iS^ot % T;t/*;K ? n TVU^K -> ? a 

ts/tk 7^3^->7;i/+;K 7;i'+^ft7;^;w 7U7;i'^W 7;i/+ 
*7s;tw, v?7;i/^7i;7;i'4 i yk ^u***- s/T>P*;i/4 fctir;u 
^*>rt Atf^UTA^i/^-rriv *^,^«R J fcitfR 3 LTlS!M^-r 
R' TA+vK 7;^ + y, /n o ? WbTVl^K t h'n*->, 

R' fc<fcJ/R'°{i|g— t^teSttoT. ^ti^tii^m, ^oyy, 7;i/*;K 
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2. ■— «*C ( I ) IC*JHT, SiA£<5t (II) 



> N h Ka + ->7;U+/k T^n^ i'TA^K 7;l/*;l/7; 77/1/^, >?T 
^;i/7 ; / 7;^;^/;[i- h p^L, 

A r B?SlJ:l:Anf> v TAz+A^ T^^ + x. d ? > -f b T ;U 4- ;K t 

7s 7;v + ^7;;, ^7/^yl'7 i A 7;l/3*/7M;k 7;/7;^/W 

H— *fc(i»ttStt&36£ 1 ~3<iWt-5Av < LttVT 'J - 

;l/ifci^fn7 , J-^^to ) 

3 . — «s£ ( I ) i:fel>T, 5SA*<SC (III) 
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R 



7 




Ar 



(110 



+ i>r;u4 i ^. 7;u+;u7; y7;i/+/K >'7;i/+;i'7;;7/i'+;i/t/:ii-h 
7;i/ + ;i/7iy, ^7;^7;y. 7yi/3 + ->r^+^ N 7U7W, 

4 . — ( I ) idfc^T. 3*Atf<St ( I V) 
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^t^^ut 5 y , 7;i/3 + i/7^+;i/*/:«ihDiiU 

T^l/n + -> N /Noy>{t7;U^k tKo^k T;U*;U^*. t h'n*->7^ 

^* tilt— h D^T^-To ) 

5. (I) (Cfe^X. ^AdxC (II) (I I I) 

R 1 tt^*&l~3 07;u^;k ^)d7H;k Trt^a + s/,. 7/I/3 + -/7 
;u*;K t Fo*->, t Ko + ->7;i/+;K 7=y. 7yv+;i/7;y, ^tvu* 

R 2 fccfc^R 3 iip — Ifclil/iot, ^ftfn7A/*;K ^?D7M;l/7 
A r!i^SS±iC, »DT"k 7vU*yK T^^ + i/. An 7 ! >ft7;i/ + ;i / ^ 

cfctf-^TA^uT ~ y ^e>aitfn*isi— i^t^si^s^ 1 ~3m^-tz>7 
r 4 > r 5 > r 6 fe^tXR' ttra-*fcti*ttoT, -€rft-**n**. £3k m 

1 ~ 3 <DT )\y )\s ^ is 9 UT TJ^^^ri/^ T )\s * 'J- t. tz 

IS£_hfFS $ tl £ % 4 A: U * © *ifDt, 

6. -f&iS (I) Iwfe^T. StAiiiS (II) Ztzltt CI I I) 

R' (iy ^71/, y h + ->, tFo + k 7;A h U 7Mo^ ^t/^fcfix 

R 2 iSitfR 1 (±|B|— tfcim-ot, ^tl-E-**lT^ + ^. ^0 7^7. 
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jvt i ;frt>m£ti2>m—£fi:itmt£2 > &&&£2~~3mii-fZ7*—ji'. try 

7. — J&iS (I) {d:fc^7\ SAIi^ (I I) ^jttiSC (III) *jj%U 

vti-toT -\ jfrzmiitizm— *tzttmt£zm&m&3@ii-f2> 2. 4, e- 

R ' % R 6 *>«fctfR' lii-^JiSiloT> -eft-eft*^. y^;K 

m& $ ft s ift 3 « -e <> 

8. — »SC ( I ) {Cfc^T. 3tAf*5£ ( I V) £-^U 

R' ii7;t/4=-A\ i/^n7^*;k T 'J — ;t/* fcte^r- n 7 'J — 
R 2 fccfctfR* liH-ifcliS/i-sT, *ft-eft7>u*JU, /^D7W7 
Jl>*-j\s^ T^)V^-)V^ /\-r o7 U — A^l/^K 7i//k 7;l/n + ->7;l'*;k 
7;l/*JU^7j-7,'l/+,'K 7i;7;l/4/K 7 71/^^7 i / 7^*^ yTA' + A' 
7 i 7 7;U*;K ft^#^£/7A'4 b A'£fc(*7;l'34-->X7Jl''K^A'7A'4-A'$7i* 

■5 S-^^k L n 
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R' *5«tC/R ,, (iil-ifc(il|^oT, ^n^'n^oy> x t;u*;k t^=j 

9. — ftBst; ( I ) icfc^T. 3SAtixS; ( I V) 
R' (±>?-;l/. xf/K ^obVW 7i;;k f'J^yU, ^^-—J^^ tzity'J 

R 2 &i:tfR 3 Um — £tz it SttoTx -en-etLT^+yK ^^7^*7 

R" (i±g^x &tM$L 1 ~ 3 CDT^U + yl/, 7^3*->SfcliADyWfc7 

R' fcJ:a'R'°(±|5l-ifc(iM^oT, ^ft^ftigsfc, i£?£|icl~3cD 

i$43©£,&-e^£ ft A:{i-a^-e*SI»^cD$eH 1 feit 

OlS^h-U $ ^>lk^. ^-O^±^$ft^ig^/ C {i-E:©7Kf0%o 
1 0 . — flSit ( i ) Kfc^T. 3£A (iSC (IV) &7f;L. 

R 1 «yf-;u^-^L> 

R 2 fc^tfR 3 <D®.&&t>itjb<x-rj\s£zr3-JU, ttz&is? u?a\ij\,J 
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1 1. filTO^«ff^t»«tf*i59lf*©«Hll5«©»^lfy $ 

4 - (N-yf;l/-N-xf;l/7;;) - 2, 5 - V * 7 - ( 2 , 4, 

6 - h «J ^ ^-Jty [3, 4-d] eiJ5i?>, 

4-t'X (2-> h + ->if;l/) 7;;-2, 5 - Z? * *JV- 7 - (2, 4, 

6 - h >J /• f ;i/7i-;i) fiy [ 3 , 4-d] f 'J ~ y > N 

4- (N- a^*a f/l/^ ^ylz-N-T'a h*;UT ^ y ) -2, 5-^>f-yp- 

7 - (2, 4. 6 - h U ^ f^?!-;!') ^aiy [3 , 4-d] h* U $ v> 

4- (N-^f;l/-N-xf-^7;;) -2-^^-7- (2, 4. 6-h 
'J^^7x-/1/) fx; [3. 4-d] h"'J5i?>, 

4- (N-i/^oynt'W ^^-N-7a f;l/7 ; /) - 2- >^;U-7 - ( 
2, 4, 6 - h 'Jy f ^7i- JU) [ 3 , 4-d] f'Ji^>, 

4- (N-7f;l/-N-xf;V7;y) - 6- ;oa-2-yf^-8 - (2, 
4, 6- h'J>f^7iX;H +7- , /'J>, 

4- (N-^^VU-N- $ y ) - 2 - y TJV- 8 - (2, 4, 6-h 

4 - t*X ( 2 -y K*->jl^;U) 7;;-6-?an-2-^ ^VU- 8 - (2, 
4. 6-h'J^f;l/7 i i;l') 

6-^do— 4- (N-'>7D7'ob*;Mf;l/-N-7af;l/7; ;) -2- 
yf-VU-8-(2. 4, 6 - h V J ^Jl<7 j,—JU) V. 

6-^oo-4--;x?;l/7;;-2-yf;l'-8 - (2, 4, 6 - h 'J > f 
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4- (N — •> ^ u~fu h* A> f-Jl/— N — b'A-T i S ) - 2 - > ^vt/- 8 - ( 
4-h'X (2-/h*i/xf;b) Tjy-^-^^-s- (2, 4, 6-h 
4-^7'Df^7;y-2->f/l/-8- (2, 4. 6-h'jyf^7xX;|/) 
4 - i J - 2 -/ =f-/\s- 8 - (2. 4, 6 - h U x. -A) 

6-^dd-4 - (N — •> 9 u~7a 5-Jl/—N — ~?u M.A/T x J) - 2- 

^h + ->-8-(2, 4, 6- h'J^f^7x-;l/) +7- , /'J> > 

4- (N-^^;l/-N- -xf-A-T ~ J ) - 6- ?nn-2-y h * - 8 - ( 
2. 4. 6 - h 'jyf-^7x^;U) ^t-'/'J 

4 - (N-y^aynf^yf-^-N-yphVl/J ;7) - 2- / h •> - 8 - 
2. 4. 6 - h U y =f-i\,V A) +t7U >\ 

4- (N-yfylz-N-if^T^) -2-> («*->-8- (2, 4, 6- 

4- (N-^^-N-xf-^TW) -5, 6. 7, 8-fh7'Wh*D- 
2 ^yU- 9 - (2, 4. 6 - h 'J ^ f ;l/7 x —AO — 9 H — £ U 5 K [ 4 . 
5 - b] -Y > K — A/, 

4- (N-^f/l'-N-xf^T;;) - 2 - / =f-jV- 9 - (2, 4, 6-h 
y^^vU^i^^) — 9 H — £ U 5 K [ 4 , 5-b] OK-;W 

4-h'X.(2->h + ->if;b) 7W-5, 6, 7, 8-f h7^W Kp- 
2-y^yU-9-(2, 4, 6 - h 'J > x — A) — 9 H — £ U 5 K [ 4 , 

5-b] f > K— A\ 

4-f7 (2-^ h + i/xf;U) 7;;-2->f;I/-9- (2, 4, 6-h 
•J ^ x-A-) - 9H-fU=K[4. 5 -b] > K-A< N 

4- (N-i/^D7nh';Mf;b-N-7'nb , ;l/7;;) -5, 6. 7, 8- 
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fh7"^ =f-)\s- 9 - ( 2 , 4, 6 - h'J>5 L ;l/7x-;l') -9H- 

fcT U 5 K [ 4 . 5 - b ] -f > K-^K fc<fc 

4- (N- >^ n7*o bVl/> ^•^-N-T'n tVUT 5 / ) -2-y^;U-9- ( 

2, 4, 6 - h y ^ f;i/7 X -;v) - 9 H- ey * k [4, 5-b]^>K-^ 
it * CD7XM «• 5 EX. 

i 3. »#©isffl i ex©»^ tr y s wt£-«K ^oEisi±i^^$nsm^/c 

1 4. fS^CDiaffl l !5*S<DflS£-f y ^ Wt£-$K ^OSS±lf$$ ti5^^ 
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